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was not 
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Rule 32.2(b). 



The International Bureau of WIPO 
34, chemin des Colombettes 
1211 Geneva 20, Switzerland 



Facsimile No.: (41-22) 740.14.35 



Form PCT/IB/331 (July 1992) 



Authorized officer 

Antonia Muller 

Telephone No.: (41-22) 338.83.38 



JP0005260 



THIS PAGE BLANK (WW 



PCT/J POO/05260 



( H %TENT COOPERATION TREA^ 



• 



From the INTERNATIONAL BUREAU 
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(PCT Administrative Instructions, Section 411) 
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MAEDA, Sumihiro 
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IC7IJIII I—I 1 1 1 1 LCLJ/ 11 IICI icotuai 

Property Center 

1-1, Uchisaiwaicho 2-chome 

Chiyoda-ku, Tokyo 100-0011 

JAPON 


Date of mailing (day/month/year) 

06 November 2000 (06.1 1 .00) 




Applicant's or agent's file reference 
T-412 


IMPORTANT NOTIFICATION 


International application No. 
PCT/J POO/05260 


International filing date (day/mo nth/year) 
04 August 2000 (04.08.00) 


International publication date (day/month/year) 

Not yet published 


Priority date (day/month/year) 

04 August 1999 (04.08.99) 


Applicant — ._ — 

TEIJIN LIMITED et al 



1. The applicant is hereby notified of the date of receipt (except where the letters "NR" appear in the right-hand column) by the 
International Bureau of the priority document(s) relating to the earlier application(s) indicated below. Unless otherwise 
indicated by an asterisk appearing next to a date of receipt or by the letters "NR", in the right-hand column, the priority 
document concerned was submitted or transmitted to the International Bureau in compliance with Rule 1 7.1 (a) or (b). 

2. This updates and replaces any previously issued notification concerning submission or transmittal of priority documents. 

3. An asterisk^) appearing next to a date of receipt, in the right-hand column, denotes a priority document submitted 
or transmitted to the International Bureau but not in compliance with Rule 1 7.1 (a) or (b). In such a case, the attention 
of the applicant is directed to Rule 1 7.1 (c) which provides that no designated Office may disregard the priority claim 
concerned before giving the applicant an opportunity, upon entry into the national phase, to furnish the priority document 
within a time limit which is reasonable under the circumstances. 

4. The letters "NR" appearing in the right-hand column denote a priority document which was not received by the International 
Bureau or which the applicant did not request the receiving Office to prepare and transmit to the International Bureau, 

as provided by Rule 17.1(a) or (b), respectively. In such a case, the attention of the applicant is directed to Rule 17.1(c) which 
provides that no designated Office may disregard the priority claim concerned before giving the applicant an opportunity, 
upon entry into the national phase, to furnish the priority document within a time limit which is reasonable under the 
circumstances. 
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of priority document 

21 Sept 2000 (21.09.00) 



The International Bureau of WIPO 
34, chemin des Colombettes 
121 1 Geneva 20, Switzerland 



Facsimile No. (41-22) 740.14.35 



Authorized officer 

Magda BOUACHA 
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Applicant's or agent's file reference 
T-412 


SeeNotificationofTransmittaloflnternational Preliminary 
FOR FURTHER ACTION Examination Report (Fo rm PCT/IPEA/4 1 6) 


International application No. 

PCT/JP00/05260 


International filing date (day/month/year) 
04 August 2000 (04.08.00) 


Priority date (day/month/year) 

04 August 1999 (04.08.99) 


International Patent Classification (IPC) or national classification and IPC 

A61K 31/40, 4025, 445, 4468, 4525, 4535, 454, 422, 404, 4155, 4245, 5377, 4545, 4709, 4184, 427, 506, 433, 
423, 4192, 429, 53, A61P 37/08, 29/00, 31/18, 1 1/08, 43/00 // C07D 207/14, 21 1/56, 401/04, 06, 12, 14 


Applicant 


TEIJFN LIMITED 





1 . This international preliminary examination leport has been prepared by this International Preliminary Examining Authority 
and is transmitted to the applicant according to Article 36. 



This REPORT consists of a total of 

□ 



. sheets, including this cover sheet. 



This report is also accompanied by ANNEXES, i.e., sheets of the description, claims and/or drawings which have 
been amended and are the basis foi this report and/or sheets containing rectifications made before this Authority (see 
Rule 70.16 and Section 607 of the Administrative Instructions under the PCT). 



These annexes consist of a total of 



sheets. 



This report contains indications relating to the following items: 
Basis of the report 
Priority 

Non-establishment of opinion with regard to novelty, inventive step and industrial applicability 
Lack of unity of invention 

Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability; 
citations and explanations supporting such statement 

Certain documents cited 

Certain defects in the international application 
Certain observations on the international application 



I 


El 


11 


□ 


III 


□ 


IV 


□ 


V 




VI 




VII 


□ 


VIII 


□ 



Date of submission of the demand 

22 February 2001 (22.02.01) 


Date of completion of this report 

06 June 2001 (06.06.2001) 


Name and mailing address of the IPEA/JP 
Facsimile No. 


Authorized officer 
Telephone No. 
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INTERNATIONAL PREU 



m 



ARY EXAMINATION REPORT 



gitional application No. 

PCT/JPOO/05260 



I. Basis of the report 



1. With regard to the elements of the international application:* 
the international application as originally filed 

| | the description: 

pages 

pages 

pages 

[__] the claims: 

pages 

pages 

pages 

pages 

| | the drawings: 

pages 

pages 

pages 



, as originally filed 
, filed with the demand 



filed with the letter of 



, as originally filed 

, as amended (together with any statement under Article 19 

, filed with the demand 



, filed with the letter of 



, as originally filed 
, filed with the demand 



, filed with the letter of 



| | the sequence listing part of the description: 

pages 

pages 

pages 



, as originally filed 



filed with the demand 



, filed with the letter of 



2. With regard to the language, all the elements marked above were available or furnished to this Authority in the language in which 
the international application was filed, unless otherwise indicated under this item. 

These elements were available or furnished to this Authority in the following language __ which is: 

I 1 the language of a translation furnished for the purposes of international search (under Rule 23. 1(b)). 
1 1 the language of publication of the international application (under Rule 48.3(b)). 

| | the language of the translation furnished for the purposes of international preliminary examination (under Rule 55.2 and/ 
or 55.3). 



3. 



With regard to any nucleotide and/or amino acid sequence disclosed in the international application, the international 
preliminary examination was carried out on the basis of the sequence listing: 

contained in the international application in written form, 
filed together with the international application in computer readable form, 
furnished subsequently to this Authority in written form, 
furnished subsequently to this Authority in computer readable form. 

The statement that the subsequently furnished written sequence listing does not go beyond the disclosure in the 
international application as filed has been furnished. 

The statement that the information recorded in computer readable form is identical to the written sequence listing has 
been furnished. 



4. 



□ 
□ 
□ 
□ 
□ 

□ 
□ 



The amendments have resulted in the cancellation of: 

I I the description, pages 

I I the claims, Nos. 

1 1 the drawings, sheets/fig 



5 | 1 This report has been established as if (some of) the amendments had not been made, since they have been considered to go 
' — ' beyond the disclosure as filed, as indicated in the Supplemental Box (Rule 70.2(c)).** 

* Replacement sheets which have been furnished to the receiving Office in response to an invitation under Article 14 are referred to 
in this report as "originally filed" and are not annexed to this report since they do not contain amendments (Rule 70.16 
and 70.17). 

** Any replacement sheet containing such amendments must be referred to under item I and annexed to this report. 
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.UPary examination report 



gtional application No. 

PCT/JP00/05260 



V. Reasoned statement under Article 35(2) with regard to novelty, inventive step or industrial applicability; 
citations and explanations supporting such statement 



1 . Statement 

Novelty (N) Claims 1 1 YES 

Claims 1-10 NO 

Inventive step (IS) Claims 1 1 YES 

Claims 1-10 NO 

Industrial applicability (IA) Claims 1-11 YES 

Claims NO 



2. Citations and explanations 
Documents: 

1. WO, 99/25686, Al (Teijin Limited), 27 May, 1999 (27.05.99) 

2. EP, 217286, Al (Okamoto, Shosuke), 8 April, 1987 (08.04.87) 

3. WO, 98/50534, Al (Smithkline Beecham Corporation), 12 November, 1998 (12.11.98) 

4. GB, 2106108, A (John Wyeth and Brothers Limited), 7 April, 1983 (07.04.83) 

5. WO, 97/40051, Al (Takeda Chemical Industries, Ltd.), 30 October, 1997 (30.10.97) 

6. "N, N'-disubstituted L-isoglutamines as Novel Cancer Chemo-therapeutic Agents," Drugs Exp. Clin. 
Res. (1987), Vol. 13, Suppl. 1, pages 57-60 

Explanation: 
Claims 1-6 

The subject matters of.claims 1-6 do not appear to be novel or to involve an inventive step in view of 
documents 1-6 cited in the ISR. Since medical use is not specified on the medicines having CCR3 
antagonism described in claims 1-6, it is not possible to distinguish them as medicines from the 
medicines containing compounds represented by formula (1) of claim 1 of the present application. 

Claims 7-10 

The subject matters of claims 7-10 do not appear to be novel or to involve an inventive step in view 
of documents 1 and 2 cited in the ISR. Documents 1 and 2 respectively disclose remedies or preventives 
for various allergic disease and inflammatory intestinal troubles, which contain the compounds 
represented by formula (1) described in claim 1 of the present application. 

Claim 11 

The subject matter of claim 1 1 appears to be novel and to involve an inventive step in view of 
documents 1-6 cited in the ISR. None of documents 1-6 describes that compounds represented by 
formula (1) of claim 1 of the present application are useful in treating or preventing AIDS and this 
feature could not have been easily conceived by a person skilled in the art based on the description of 
these documents. 
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fltional application No. 

PCT/JP00/05260 



VI. Certain documents cited 



. Certain published documents (Rule 70.10) 



Application No. 
Patent No. 



Publication date 
(day/month/year) 



Filing date 

(day/monih/year) 



Priority date (valid claim) 

(day/m ont it/year) 



WO ? 00/3 1 032,A 1 EX 02 June 2000 (02.06.2000) 1 1 November 1 999 ( 1 1 . 1 1 . 1 999) 20 November 1 998 (20. 1 1 . 1 998) 



2. Non-written disclosures (Rule 70.9) 

Date of written disclosure 

Kind of non-written disclosure Date of non-written disclosure referring to non-written disclosure 

(day/month/year) (day/month/year) 
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O (57) Abstract: Drugs containing as the active ingredient cyclic amine derivatives represented by general formula (I), pharmaceuti- 
Q cally acceptable acid addition salts thereof or pharmaceutical^ acceptable C,^ alkyl adducts thereof. These drugs are efficacious in 
5^ preventing and treating diseases in which CCR3 participates such as asthma and allergic rhinitis. 
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(57) gift: 



mm, PISS, 71/^-tM&i*©CCR 3*t|U4t5^S^M. ^ATT^fe 

R 1 /( CH 2)to o R 4 

>~ (C H 2 ) - N J (CH 2 ) n — N-C — (C H 2 ) p — |— (C H 2 ) q - G - R 6 ( I ) 
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m m m 

|Rtt75>'CCR3tta[S!l 
5 SMftm 

u->mt£E<D$m®Mm&. mmmsm. mmi&mm^ ^wtnmummm 
io zmw&&mtaMi*iz* urn*. mmtrmmuEomm, la^^oi 

±^<;i/7.) ©g^[iiHt5X<X (AIDS : «35ttft«E^*«*) td^T 
15 IfSftllf 

bTi <E>>L«3*rO*-5 (MAlt, Busse, W. W. J. Allergy Clin. Immunol., 1998, 
102, S17-S22 ; 5^Ei, 1999, 31, 1297& E&W) . WAfcf, 

20 OttJBL^^PtwiSHTtta*^ (ICAM-1) ta^^^-TSZlttC^D, ft 

tt3KSl:*5ltS^tOlgt^<^$nt^5 (Wegner, C. D. et al. ( Sci 
ence. 1990, 247. 456) . 

25 Jnfc lose, P. J., et al. , J. Exp. Med., 1994, 179, 881; Garcia- 

Zepda, E. A. et al., Nature Med. , 1996, 2, 449; Ponath, P. D. et al. , I. C 
I in. Invest., 1996, 97, 604; Kitaura, M. et al., J. Biol. Chem. . 1996, 271 

zf?-izm&vfcm*5m-?z>z}ii!)mw-2ti. &tc. x^-^=^->>-2, ran 

30 TES (regulated upon activation normal T-cell expressed and secretedcDBS 
W) > MCP-2 (monocyte chemoat.traclant protein-2 <DV&W) > MCP-3 ( 
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monocyte chemoat tractant protein- 3 COBS^) , MCP — 4 (monocyte chemoatt 
ractant protein— 4 <D9&W) fc£<Dfeit&mT%tt 2 * : s> 

•5 Kitaura, M. et al., J. Biol. Chem. , 1996. 271. 7725; Daugherty 

5 , B. L. et al., J. Exp. Med., 1996, 183, 2349 ; Ponath, P. D. eta 1., J. Ex 
p. Med., 1996, 183, 2437 ; Hiath, H. et al. . J. Clin. Invest., 1997, 99. 17 
8; Patel, V. P. et al. . J. Exp. Med., 1997, 185, 1163 ; Forssmann, U. et a 
1., J. Exp. Med. 185, 2171, 1997&«2f#Bg) „ 

jL-tfir^ycDfiFwtm^oftmu, MfeWMv ^t&<, mm^^mw ccd 

10 lib) (D^mMfa Tenscher, K. et al., Blood, 1996. 88, 3195&£ 

#8S) , m®Mm<DM£.fem WX\%, Eisner. J. et al. . Eur. J. Immunol.. 19 
96, 26. 1919&<if#ai) , EDN (eosinophi 1-derived neurotoxine©B&$fc) <dWl 
ttHEife (El-Shazly. et al. , Int. Arch. Allergy Immunol.. 1998. 117 (suppl. 1 

), 55#as) iftmM<Dm&itizm-?2>i¥mhm&2nT\,>z> a x^*^ 

Sdchfc^B^tlT^-g) (Mz.!t£. Palframan, R. T. et al., Blood, 1998, 91, 2 

Xt^^y>*J:i;cCR3 ^M^^pSB fc E <D 7 V )l*f — teS&S \Z & lr » Tl^ 

20 ^^tC^tiT^X^^^^>m*C<fcO»ll3*Sia^«!l$n*c:t (Gonzalo, 
I. -A. et al., J. Clin. Invest., 1996, 98, 2332#M) . -?0X&L!g7 UJl^r— 

^)v\z^x^^^^^>tK^m\z^y)Bm^mmt>mm^n^>z.t: deixeir 

a, M. M. et al., J. Clin. Invest., 1997, .100, 1657) > X^MZ&^T 

mtt?*is>mmmm&m<D]&f$.$:mm-rz>z\t (Ruth, j. h. et ai. , j. i 

25 mmunol., 1998, 161, 4276#Hg) , X#**^>ite^»v£;*&JBV>fcoi&J& ; E 

^)v^^m^m^nm'A^)v\z^xi^mn(Dmmi)mm^ti^z\t. (Rothenber 

g. M, E. el al. . I. Exp. Med., 1997, 185, 785#M) > P»J&S#©^«X"r«e 
##{CJt^<X^^=1rf>>*3 e tCXCCR3©5g^, m&=?W<)V* ISKJl/ife 
lZn.Ml,X^Z>Z\£ (Ying. S. et al.. Eur. J. Immunol. , 1997, 27, 3507#HB) 

30 . m^m\^0kmmo^±^TmmxitJL^^^^><D^m^nmvx^^z:t (a 

m. J. Respir. Cell Mol. Biol., 1997, 17, 683#BB) fti*^$tlTU§ t 
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, X^*^*>'>^<56^LT^«Ilt^*ftSnT^SC:i:*^ (Garcia-Zepda. 
E. A. et al., Nature Med. . 1996, 2. 449#M) , ^tie>©^SJw*V>T»bX^' 
* * -> >a*Mfc«« £JS o T H * C £ tfSfo j&> * „ 
5 :n5©f-^*6. X^ + ^Mi, CCR3€r#LTi?R3**#f£lfl5teK:& 

tf*D->^&£<Dlfc*£#ll£JlL »B?3»«IJ03E, *?S?J£141iJ3Ilfe, UWSmWSL 

£ C CR 3 W-fe^"^ — Th 2 U >AI#±{~ 

*.<=>*1-I> Sal lus to, F. et al., Science, 1997, 277, 2005; Gerber, B 

. 0. et al. , Current Biol., 1997, 7, 836 ; Sallusto. F. et al. , J. Exp. Med 
20 ., 1998, 187, 875; Uguccioni, M. et al. , J. Clin. Invest., 1997, 100, 1 137 
; Yatnada, H. et al. , Biochem Bio-phys. Res. Commun. , 1997. 231, 365&£#ffig 
) . 

IfdbT, I^-^^y>0C C R 3 WS^^if TSlt^, T&fc)^ 

Hiv-i (thM^i^-fM-i) rf®3£fmmizm%k'?z>mzcc 

R3&%i\m-tZZ:£bm&£nT^Z>Z£fr<b. CCR 3*£ifi£iJ«H I V^-OUT. 
30 SftfcjeETSX-r X (AIDS : «35ttfeffi^*E«») ©teSgSlifc L < teTO 
IiLTt)tffl"C*5i:^^.e.n5 (fllAti. et al. , Choe. H. et al., Cell, 19 
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96. 85, 1135 ; Doranz, B. J. et al. , Cell, 1996, 85, 1149#{$) . 

gjfi, *it>T">- 9 mmfc (W09804554#BB) , fcf"<5S>>* 
fcttt^'JS^BMM*: (EP903349 ; W00029377 ; W00031033 ; W00035449 ; W00035 
451 ; W00035452 ; W00035453 ; W00035454 ; W00035876 ; W00035877#M) , If P 
5 US>>8$## (W00031032#Baj , 7^-)lT7->WsMfo (W09955324 ; W0995533 
0 ; W00004003 ; W00027800 ; WO0027835 ; W00027843#B3) , te^Zf^omoi&ft 
=?\Y£im (W09802151#ra) ^, C C R 3 1/t y^-HMt§^Mtt^tt5 ^ t 

m^5o £fc, *5£WTim^Z>{t&mt. W09925686KIEi)c£ttT^£{fc'&#J<!:|5|— 

£<h«ftl£>tlT^&l^o 

vtz^x. *mM<nmmz, it ^+y>ai*©c cr 3 ou ^> f«i 
15 m±<Dc cr 3 izfa&?zz£&mw?%mk&m?&<&ft?it&<fa*m.m-rz>z 

*mw<Dts zuzsmt. ccr 3tBtnM^m^x. x^+-»^i*©ccR 

3 (D "J iS > H 7^WJifflllS±<Z) C C R 3 {d^TS d <h ^S©-OT'$^ J; o fcm 

ij§#&, ^^imcMutsc ^c 6 7)v^-)vmm. ^rzizm-^mztm-z 

25 izmnzmsbtz&m. *m\*vtj$.i<tc. 

fit.-**, c c r 3 ^wtswiisns. 



30 
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(CH 2 ) k , 



y 



o 



>— (CH 2 ) r N 



(CH 2 ) n -N-C-(CH 2 ) p 
R 3 



(CH 2 ) q -G-R 6 



(CH 2 ), 



m 



5 



x-;us, c 3 ~c 8 ->^n7;i/^;us, ^#J5£li^§ji», Sfctefts-S-ilteu ttfi 

■ DIM. Ci-CeTJ^S, C 3 -C 8 ->^7 C 2 - C sT^^m^S 

15 , C 1 -C 6 7;i/n^->S. C^-CeTJWl'^S. C 3 -C 5 7;^l^>S> C 2 

*->g> c 2 -c 7 7;^y<^75ys« c 2 -c 7 vv-zjwy^UkA^-f jus; 

20 C 4 -C 9 N-i/7U7)V*)\sti)\>n^-1 )VWi* C x - C 6 7 )V^r)V7,)V^-)^^ C 

3 -c 8 (T;k^ + ^>7j;k^-;u) *5f;ug> Ar-^x-ji/^yA^;^ tr^u 

: -NH (C = 0) 0-Tl$n5 2il, it:-NH (C = S) O-tg^tl^ 
2ffiS, 7571. ^/ (C ,-C & 7)V^)V) 75/1, t> b < ~J (C^-Cg 
25 7)V*)V) 75 ySTe^$tlT^Tt)ck< > Ctlb^x C 3 -CV>:7 
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j tiO- 2 

r 3 «, 7K^fR% sfcta (*n^nra-$fcttji!4ofcftti©ADy>ig ; f, 
io c 6 7M;n^t. 

R 4 *5J:LN'R 5 «, i-SfcttS4ot, zK^T, kh'D + yl. 7x";H, 

;w\^<;H, *)Vt>7hm. ^7-yyi« c 3 -c 8 v^n7;y*;us, c,-c 

ji^*->#;i^-;H, c 2 -c 7 7Ji^/<;n, c 2 -c 7 T)Vu*-isft)v$—)V 
s, c 2 -c 7 7;u#/-i';u:<j-^>a, c 2 -c 7 7;^7-r^75ys, c 2 -c 7 at 
20 -7)V^-)vti)vn^ )vm. c 1 -c e 7 , ;w+;px;p*n;p*, 75/1, (c, 

-C 6 7)l*M 7571, v 5 (C 1 -C 6 7;i/+;i/) 7571, t>L<« (Afol 
ftl/TRIRf, Utilise *iy'/fcl<tti$^S 1 - 3if i 

T^T=bJ;<, R 4 *5J;£/R 5 «, L «t fc&o T 3 - 6 M3Rl*&ffc* 

25 **»«LTl>TfcJ:U. 
pttOSfcttl^t. 

Gli, -CO-, -S0 2 -, -CO-O-, -NR 7 -CO-, -CO-NR 7 - 
, -NH-CO-NH-, -NH-CS-NH-, -NR 7 -S0 2 -> -S0 2 -N 
30 R 7 -, -NH-CO-O-. $fc«-0-CO-NH-T^5tll>l$it, Z. d 
T, R 7 te, zK^J5i : F*fc«C 1 -C 6 7;WH^-r^, <fc-5(^tt, R 7 teR s £ 
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^ o L d; Kfc o T C 2 - C 5 7)V* 1/ >S SrJ^fiJc LT 1>T J: 

io hum. W7tM, *;p^^->;i/», tj^a*^ hU7Mo^^ 

S, C,-C 6 7;^S, C 3 -C 8 y^D7MM. C 2 - C 6 7)Vf~)\,m. C 
rCeT^n + yS, C 3 -C 8 v?D7;WM-*->S, C , - C 6 T;U^;U^^S 

15 3-7x-JWKFl> C 2 -C 7 7JW7jy-1 , ;PS, Cz-CyT^n^^Tj;^— 
;PS> C 2 -C 7 7M7l'M+yS, C 2 -C 7 7M7^Jl/757l, C 2 -C 7 

-f;us. /v. n-¥ (c l -c 5 7M;P) x;P7r*-f Ji"*. 7^ys, ^/ (c, 

-C 6 7)l*)V) 75 7S, (C,-C 6 7;M^) 7571, ^>yJl/7 5/l, 

20 c 2 -c 7 75/i. c,-c 6 (7jmp;u;*;|/*^) 7 

57S> feb<«t:7 > (C ,-C 6 7;U^;U7>Jl/^-;i/) 75/Il:«k(3fjft$nT 
<^T*>J:<, ^tl?)C0ya:-;i/S, C 3 -C 8 y7D7WS, C 3 -C,y^D7 

25 0,-0,7^1, C,-C.7^3*yl. C , - C 6 7 )Vtt&s =t J (C 

,-c 6 7M;w 75/*, (c,-c 6 7;^;u) rsyinioifi 

nzwtmm, Sfctt^on^wi^sns c,-c 6 7;u^;i/#Jnfls:*W3*fiJt^ 

30 t-TS. CCR 3^-^-t--g)^SO^^ ; bL<«^P7jm^ff«$n-g.. 

HJIK:, ±f2it (I) TSSns^tttt. lt^*-»ftf©CCR3l/t7* 
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5 ztw&nm-tzfctfxDm&oBm 

±i2i£ (I) K&^T, R 1 tt7x^M > c 3 - C 8 i>^nT;i/+JUS, 

io * i - 3mm?z%mM&mmm£m&isTm&m&Bf$.LT^T*>£<* ssi- 

fifr&Sttt, ft*j@©Aoy>lg^ tHPt^I. ->7/l, -has. #;k#* 
fcJWTE-OW*, C,-C 6 7JU*)im* C 3 -C 8 y^D7^+JH, c 2 

-c 6 T;p^r-;us> c,-c 6 7;n*->i, c x - c 6 tj^ju^&. c 3 -c 5 
7-f^7>7l, C 2 -C 7 7;^/-r;PS, C 2 -C 7 7JP3**Mr;PS. c 2 

-c 7 7)itiy^jv*^m. c 2 -c 7 7My-r^7S/i, c 2 -c 7 a^-t;u 
^i^u/t^-on, c 4 -c 9 JV-y^D?;^^^^^!, c 1 -c 6 7Ji' 
20 c 3 -c 8 (7;kn^>#;i^-;i/) ^Jk*, N-7aL-)Vti 

-;k#;i^-;H, it:-NH (C=0) O-T^^n-S 2fiffiS> it : -NH (C 

= s) o-T^sn^ 2ffiS, 7571, (c,-c 6 7;^;u) 75/1, *> 

y^D^/fJK yi?D^y;k v^P^y^k, D^^PSft 

v ^ p ^ > , *j «k z* z u *\ * isjimis. e turn tf*>n%>. 
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Vf77'j;k f'JyJk e'JSyz;k hUTy-Jk HJTV'JJk 

ft^TfcRUi, 7a:ii;i/S, ^x-;ug. tf^/u^S, -f y^tM/u;p*, 
15 ^StOSIftatLTO r/\oy>Hfj itt, ^y^JR^ £^10^% JpyftJM^ 

R^IiltLto rc 1 -c.7';u*;paij fliAtf^^k x^\>k n- 
7d^. n-r^Jk 7j-^>^;k n-'v^y-jk n-^f;k 
;k -fy/n^k -fV^Jk s e c-y^)l, t e r t-y^)V, -4>J1>7 
20 ;k *-*^>?-)V. terf-^>fJk -f V^yJk 2 -.^JKy^k 1 

ftMteMfomtVXte. *3^k x^;k -fu\d)V. M^V7°otWci;^ 

25 3 -C 8 y^D7Jk+;Hj O3t«tR«Tr*0, 

R'oilftiiLT© rc 2 -c 6 T;P^rx;i/Sj «fctt. k*x;k 7«j;k 

l-T'a^-jk 2-7'^-)l. 3 -7f-Jk 2 -^^JP- 1 -^p^xJk 4 

-^>7i;k 5 -^-txjk 4-^^-3-^>f-;n&i*oc 2 -c 6 <z) 
30 Ii*fe^M07;k7--;n*ii*L, -toffigTft^ffii^UTtt, t*x;i/S 
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1 0 

R'OBIfea^LT© rc 1 -C 6 T;W3^->*j tit. UEC-C.T^S 

R^lMiit© rc,-c 6 7;^;u^*j a&Ec 1 -c,7,MMi, 

10 h^^l^gfcifatagtf 

R'oiftSiLto rc 2 - c 4 7Ji*i> tit, m*.\*. jL^uy* 

*ris (-CH 2 CH 2 0-) , MJ*^k>:*-*-> (-CH 2 CH 2 CH 2 0-) , t- 
K7^f l/>t+y (-CH 2 CH 2 CH 2 CH 2 0-) , 1, 1 -5?*^x^> 
(-CH 2 C (CH 3 ) 2 0-) «&£:<7X C 2 -C 4 ©2HE7Ml/>Sit 

(-OCH 2 0-) . X5 L l^>> ? ^^ (-OCH 2 CH 2 0-) , MJ^U- 
>S^*^S/ (-OCH 2 CH 2 CH 2 0-) , yDfI/>-Wy (-OCH 2 CH ( 
20 CH 3 ) O-) &fc£<DC l -C 3 <D2m7)l'*U>&£:2m<D**ism£frt>fc2>& 

R 1 ©I^Si It® tC 2 -C 7 7)Vt>;-()Vm tit. fclAtf, 7-fc5P;k Zfu 

/w<;k zf^y-Di, ^>*/<;k ^n-y-rjk ^y^y-fjk -fvr/^'J 
25 ;k 3 - * ^jky^ y < ;k 2 -y^k^y-r Jk tf/\*n<;k 4-*^-;i^> 
*y-r;k 3, 3 -^y3Mky*y-r;k 5-^f;K^y<jH/it"0c 2 -c 

R'OSiStlt© rc 2 -C 7 7^3 + y*;^-;Hj <h« % h(1I2C 1 -C 6 
y h4->*;UzHx;us. i h + y^Mrj^^ ens. 
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R'ciiltiTo rc 2 -c 7 7;k&y'f;M-3rS'£j tit. huIEC 2 -c 7 t 

10 R^SiSiLTO tC 4 -C 9 N-i"?n7)l3r)lti)l/^^ Hf( 
R'CliliLTO fc 3 -C 8 (7)Vn*i/fi)li£-)l) y^MUgj tit. ffitl 

c 2 -c 7 7;pn^i>^;i,^-;usi:/^^Sc!i^^^§s$^']*L, -eoraftm 

20 f^btlS, 

6 7)i*jymz£^TmWi2tLfz7 $ /m&MMi-. ^(DifmummitLxit. * 

R'OlililTO r>f (C,-C 6 7M;H <hte, |s]-£;t«J|& 

ii^m^«hLT«, y/WS;!, yX^75/S, AT-X^-TV-^ 

±ie£>fT : b, RM:*(ti.7i-jH, c 3 -c 8 v^P7;i/+;u«> ^Wltfg 

SIS. S7t«^^W©^iS<i:LT«, Any>If, tHa + yl, Cj-CgT 
30 JM^US. C 2 -C 6 7;i^x;i/®, C 1 -C 6 7J^ + yS> c,-c 6 7;ww 
S, C 3 -C 5 7M1/>S. C 2 -C 4 7)l*U>**i'm. ^^u>^^^->m. 
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1 2 

N-y ;ug, 7571, ££0^ (Ci-C 6 7M 
/\ny>J|^, tFD + yS, C^CeT;^^*, C , - C 6 7 )Vu * ->I. C, 

WLtcteim'&mcDm&mz. tst>iz&Mm<D/\ny>m?. tna+yi, 75/1 

, h'J y)V^rn^^)iM. c.-c^JU^Jim, *>L< tec 1 -c 6 7;^+vlt: 
10 tfC,-C 6 7;i/3 3r->Ste. mtt 1 iZjoifZ>7 3L-)l&. C 3 -C 8 y^07M 

±ieit (i) k&^t, r 2 wu tKSM^ 1 , c^CeT^^s, c 2 -c 7 t;u 

15 c^^+^I^fcttJizjUti, ttIlo;\Dy>^ > tHD+->S s c,- 
C 6 7)U*)m. t>U<«C 1 -C 6 7;U=i^>'S{r c J;oTg^$tlTV^T : b=J:U <> fc 

r 2 feints c x - c 6 7 ;u+;u«^j;^c 2 - c 7 7Jin*^tuijrs -jimit. R 1 
r 2 iz& § c ! - c 6 7)V*)vm Sfc« 7 1 - ^som&S iix oa □ y >HC^ 

( i ) iz&^t. jito-2 <vM%t&m-?. j ttotfe^i^cfft 

30 ±IBiS: (I) IZ&^T. k«0 - 2cDg£fc£^U m«2-40i^^t o & 
^TT*> k *t 0 Tm^ 3 2 -ffij& tf □ Uv>, k d« 1 Tm^ 2T$I»I 
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1 3 

&©3-fjfteDiJy>, k £UTm^ 3 3 -WWk¥HJ>>>. k# 

2Tm^'2TSl.i^©4-It^iJy> > £ fc \t k # 1 Tm^* 

£ 3-^^tfPUi/>*3j:^k^2Tm^2Tfc5*i-&<D4-Bt^tr^U>? 
5 >£#tf3Cl<h^T££o 

±IEit(I) KS^T, nteOSfctel %m?o 

$£fC, k7&Ulrm^2Tn^0T^-g)«'&CD3-7 5 Ht°P'J> ? >, fccfctfk/^ 
2Tm^2Tn*ntWi^4- (75K^^) tf^ U L V> 

10 ±SEiC (I) K&^T, R 3 tt7K^T, Sfcte (^n^YU^-SActeM&ofcft 
R 3 C,-C 6 7)V*)Vm\-i.. ' HufSR 1 Cl&tf-S 7iZJH, C 3 - C 8 is>7 

R^z#rt%c 1 -c 6 7)i*)m<Dmnm£LT<D7x.-)i'm(£>mWimtLT<D/\ 

25 ±f3it (I) iz&^T. R 4 &cfctfR 5 te, m~-£tzltmt$i^T. *mW.=?. tH 

a. #;i/A^-r;i^ ^7-yyi, c 3 -c 8 v 

30 ny>M^ hFD+-/I, C , - C 6 T;U+;US> C , - C 6 7)l>n*->m, hL< 
(^yyM^yiiaQTi^nT^Tfcit^i^S) , 717 + yl, 
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^>v;i^*i>s> ^>-j)v**is-b)ii£-)im. c 2 -c 7 7)ix s-ovm. c 2 - 

C 7 7)V3**sft C 2 -C 7 7)l>X y-f )lJr*~>m. 0 2 -0 7 7)Vt)J 

C 2 -C 7 N-7)l*)Vtl)Vn*:'( )vm* 0,-0,7^)17,)^^ 

)vm. 7$;m. (0,-0,7)^)1) 75/1, v (o,-o,7)v^-)V) 7 

frJ;OgM$nT^T ! bJ;<. R 4 &<fc^R 5 tt, U^LjcC: 

R 4 *5ck^R 5 fC*3^S C 1 - C 6 7;Mf;P£©a8!££ LTO/\oy>gf, C , 

-c 6 T;m^r->s, c,-Ce7M^a, c 2 -c 7 T^^y-r;us, c 2 -c 

15 ^7S7S> C 2 -C 7 A/^TJWl^^/t^E'OUS, C , - C 6 7)l*)lX)l*=. )V 
S, (C!-C 6 7;^) 75/1, (0,-C,7)V^-)V) 75;l 

fct, HfrieRMc^^-S^x^^a, C 3 -C 8 y^D7MJH. S 

20 R 4 &£ZfRHz&tfZ>C i -C 6 7)\s*)m<Dmi0kmtUT<DC 3 -C s i'?a7)]' 

1 - 3m^-r^-^mmmmmit, mmRUz&^Tfemts ntzh<D tmrnx-fc 
r 4 ^ j:d^r 5 tr^uts c ! - c 6 7)i*)m<Dmt&m t lt©7 x - iimomi&m 

M t L T# & Z. <h *«T # -5 o 

R 4 , R 5 *5cfct>"-€-(D|^^^T<h^b^^ r 3 - 6 M^ttMftTkSsj <Z>$fiI& 
30 MfcMLLTte. istru-Juny^ i/9u~z?$y^ ->^d<^>^>, &J:Z>':>^d 

s\*-f>t££&mft>nz> 0 &*-et>, **ig^£c 1 -c 6 7';i'=M'S£, r 4 <t r 
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1 5 

(I) fr&I^T, -CO-, -S0 2 -, -CO-O-, — N R 7 — 

5 CO-, -CO-NR 7 -, -NH-CO-NH-, — NH— CS— NH — , -NR 
7 -S0 2 -, -S0 2 -NR 7 -, -NH-CO-O-, *fctt-0- C O-NH- 

10 u^T, -CO-ttAM-M^, -S0 2 -tt^M-;H$, -CS-iif 

- c o - & «k tx- n h - c o - n h - xm $ n§ift £ turnvf e> tlS . 

R 7 t*5tt^>C 1 -C 6 T;^;PS«, iffiR'K^tS?!-^!, C 3 -C 8 ->^7 

R 5 £R 7 i:/^£>£E3 rc 2 -C 5 7^^U>Sj £«U 0J;Lk£. *^I/>, X^U 
>, 7°Dtfl/>, h'J^fl/X >h7^?l/>, 1 -*3\>H-'J *^U>, ^> 

±l£it(I) d&l^T, R 6 tt7x^JH. C 3 -C,^D7M;H. C 3 -C 

*5ctr>v=fo l < its&tMtt i - 3 j@^r-r§7f iiiisi^u ±sr 
mmmmmtm^i,r^m^f$.Lx^xh^< . $e.n±iBR 6 ^*3HS7aix 

hS. y7/S> xhDS, ?-jr~>7j-hm. ts)Vt^ ; y)Vm, ti)VA^)Vm. 
30 h'J7MD/^l/S, Ci-CgrJl/^^S, C 3 -C 8 y707Km C 2 - 
C 6 7^x;US. C.-Ceyj^ + vI, C 3 - C 8 U7)V*)V** ->g, C x 
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1 6 

-;p*;i,tfc-;n, 3-7x^WHh'i, c 2 -c 7 y;u*y-r;ps, c 2 -c 7 
7;H3*5y#;M^;n, c 2 -c 7 T^^y<;u^-^>'S> c 2 -c 7 7;p^y-f ;p 

5 7571, C 2 -C 7 N-7)V^)Vtl)Vn^ C , - C 6 7;i/*;U7JU*~;H 

» 7x-JWJW ; E'fj|/S, AT. JV-v (d-CeT^JP) 7^7 7^^!. 
75/S, ^7 (C,-C e 7MJW 75^1, (d-CeTMJW 7571 
, ^>yA75 7l, C 2 -C 7 (7;m + ^7j;^-^) 757S, C.-C, (7 

)\>*)V7.)i-fc=-)V) 75 71, *>L<tttfx (c j-c,7;k*;w;i/*z;w 75 

10 yiiaoiisntuT^iK 

15 R 6 H&tt£ rc 3 -C 8 S/^07;i'^r-;Hj tH #y*_«\ y7D7f-Jk <> 

7o^>r-;k y7D/\+tz;K v^p^y^-^, te&zSi/i/ujrz^-))/ 
— 7'J;H, 5^x-;n, -y>ku;H, ^> 4 /:77if— ;i^*<ftfc#*L 

R 6 l:*(t57i-;H, C 3 -C 8 y7D7^$, C 3 -C 8 y707;^- 

» C-c.t^jh, c 2 -c 6 7;i^-;H, c 1 -c 6 7;un^i>-s, c,-c 6 
7;^;p^^s, c l -c 3 7;^u->v?^'>s, c 2 -c 7 7;u*7-r;us, c 2 

25 -C 7 7;Uzi + ->7j;iV7j?-;H, C 2 -C 7 7;W7J7< )V**i/m. C 2 -C 7 7)Vt) 
7<JU757l, C 2 -C 7 Af-?^*^/^;!/!, c 1 -c 6 7;i/^;ux;i/* 
-;H, (c,-c,7;Mr;w 7571. *5«ktfv (c 1 -c 6 7;u^;u) 75 
7i«, BtiieRM'*3tt§7x-;n, c 3 -c 8 >-^d7jw+;h. 

R 6 0SiltlT«C 3 -C a y7n7;WH(l huI5R 1 IC^WS C , - C 8 v 
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R 6 OfHItLTO rc 3 -C 8 i/^o7MM*^Sj mHEC 3 -C 8 

R^IMtLt© tjv, at— (c,-c 6 t;p^;1/) x^7 7^jHj tit 

10 ^E-T^S, N, N-^JL^)V7.)Vy7^)Vm. N-JL^)V- N- *J-)17,)V7t 
R 6 <Dm&mtLT<D rc 2 -C 7 (7)Vn*i/t})),7S-)l) 72. /Mi eft IE 

15 T£E&miZ>^£.tf7:%Z>o 

20 — mrcitmt^rz2^<Dmmc Y - c 6 7)i^r)i7s)v^=.)mizj:-pTm^tirz7 

& t* £ £ t 5 . 

25 /Noy^gf, *;k*j;7>S, zhni, hU7MD^5 1 ;n ) c 1 -c 6 7ii/* 
c 2 -c 7 7;i/^7-r;us, c 2 -c 7 7My-f^7sys, T^/Ste^ 
S, v*)7)V^u*^)vm. c 1 -c 6 7;i/+;us> c 1 -c 6 t;i-3^->S> 7iz 
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, c,-c 6 7^^;us> C,-C 6 7;^+yl, C^CeT^^^^^-S, ^7 ( 
R 6 ('fe^^>7iZi;i/S» C 3 -C 8 y^o7;WH. C 3 - C 8 U7)U5~- 

f>m^> c,-c,7jwwi, Cj-CeTjm+^s, c 1 -c 6 r;i/*;^*s 

. (C,-C 6 7MJW 75/1. fectZ>'^ (C,-C 6 7;P^;U) 7 5/ltt 

Jtisit (i) Tg^nsM, -eoi^Mc^^nsstMiiD^ s^tt^-co 
IfWtl^^ns c j - c 6 7;^;w*flnfrtt, ^otefiW&asrSsas^WKit^ 

OX^*y>fti*0CCR 3 <DVU> Kj&««M«BIS±©C CR 3 C^tSit 
^rPE^T-SM, S5U«Xt^^y>ftt*©CCR 3 ©»J # > K©«Mittlfl&^© 
£3M«MB£E§-r5f£JB£ i &:3E^ $bl:ttCCR3»t5t#x.6n§ 
^§<7)MI : bU< C t^Tf ^. -r^^^±I2it (I) T^$n 

20 5Stt75>i##:, ^©^¥W^B^$n^>^#Jnm#:> £fctt^©ll^a<JK:ff 
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cto Tricon 3„ ay-feji/sua, mnm. mm. &zw*mmtzE*-v.7?->ti 
^»p$ti-g>o n^r-UT^e^-f ;p^-siiraii» ^tojcdse^om 

B ^Mff 5 £ £ iz d; o TlSfk $ ft 5 o 

it. mmm. ^tz\t^^v>^^^-)v^)v\i^y^ymmm^ : r)vts.E<D 

«bj©^75>p#^> ^<Dm¥mzWF®2ti2>mmm, ^rzit^wm^ 
15 wtiEft c j - c 6 7^+;N«©s4itt, feicoti, s-s&k, mm 

5 0 Omg/aT&So 
±IES; (I) Ol«75 ^iflvOffl^cftWJtlt, KTOTab lei. 

i-i. 22 i.\z^zn&&wt&mz^irz><k&y>)zmtfz>z\£&T*%z>. 

20 Tablel. 1-1. 221 iZ^X. r c h i r a 1 i t yj it Vl&ttffim 
J » r^t)^S!tfc7 5>©ll±©^WK*©«S*fSlB*Sci*-r*. Trj gift 

75>oi±o^ii^R©Miei^fe9ii, rsj it. ttmmm^ 

7 5 >± 43 is T^F***!*^ * t> fz U ^ d t ZMWiir Z> . 
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Table 1.2 

°°No d ' r2^" (CH2) '~ k m n chirality ' R=» -(c^j^^ch^G-R 6 

O ° CH 3 



12 Cl-(~)-CH 2 - 1 2 0 S H - CH 2-^C-^ 



13 Cf -H(>CH 2 - 1 2 0 S H _ CH2 _^_^ 

14 C^O- CH ^ 1 2 0 S H . CHr ,»j1 



1 7 ChHl>-CH 2 - 1 2 0 S H 



21 Ch-i >-ch 2 - 12 0 S 



22 ci-< >-ch 2 - 1 2 0 S H 



OCH 3 



H W/ 



15 Ch-{^ CH ^ 1 2 0 S H -CH^C-Q-CI 

1 6 o-hQ^ch 2 - 1 2 0. S h _ch 2 -N-C-Q^OCH 3 



CI 



- C H 2 -|*£h0 
CI 



18 Ch^>CH 2 - 12 0S H 



■CH 2 - „ , 

H \=/ 



19 OhQ-CH 2 - 12 0S H -0H 2 -N-C-^O 

20 CKQ-CH 2 - 12 0S. H -CH*-»tW 



H & 

o 



H -CH 2 -N-C-£3-CF 3 

F 



O , CF 3 

-CH 2 -N-C^Q 
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Table 1.3 



Compd. 
No. 


£>(CH 2 ) r 


k 


m 


n 


chiralily 


' R 3 


~(CH 2 )pf-(CH 2 )5-G-R 6 

j \ 


23 


ct_ 0"~ cH2 " 


1 


2 


0 


S 


H 


O P^ 

-CH 2 -£C-Q 
F 


24 




1 


2 


0 


S 


H 


O , OCR 3 

-CH 2 -N-C-^3 


25 




1 


2 


0 


S 


H 




26 


Ch-^~)-CH 2 - 


1 


2 


0 


S 


H 




27 


ci-£^-CH a - 


1 


2 


0 


S 


H 


O NO s 
-CH 2 -N-C-^y 


28 


CI-^^-CH 2 - 


1 


2 


0 


S 


H 


-CH 2 -N-C-Q-N0 2 


29 


Ct-^J-CH 2 - 


1 


2 


0 


R 


H 


o P^ 

-ch 2 -^-Q 

CFt 


30 


Ch-(~^-CH 2 - 


1 


2 


0 


R 


H 


o 


31 


CI-^^-CH 2 - 


1 


2 


0 


R 


H 


O , Br 

-CH 2 -N-C-f) 
H V=/ 


32 


ci-^~)-ch 2 - 


1 


2 


0 


R 


H 


o / 

-ch 2 -^chQ 


33 


Cr-^^-CH 2 - 


1 


2 


0 


R 


H 


o , CI 
-CH 2 -N-C-^-CI 
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Table 1.4 



Compd. R S-(CH2) r 
No. R 2 ^ 2| 



k m n chirality R 3 



•(CH 2 )^-(CH 2 )5-G-R 6 
R 5 



34 ChHQ- 



CH 2 - 12 0 R 



■CH 



OCH 3 



35 Ci-\ >-CH 2 - 12 0 R 



H 



OCH 3 



- CH 2 - N- C-^- OC H 3 



36 Ch-\ >-CH 2 - 12 0 R 



H 



o /■ 

~CH 2 -^C-f> 



OCH 3 



H \=< 

OCH 3 



37 C»-0 



ch 2 - 1 2 0 R 



H 



CF, 



-cH 2 -f*£-<3 



38 ChnQ^ 



ch 2 - 12 0 R 



H 



O / 3 

-CH 2 -I^C-Hf> 



H \=/ 



39 Ch-<Q- 



ch 2 - 12 0 R 



H 



-CH 2 -^C-^(3-CI 



4 0 Ch-^^-CH 2 - 12 0 R 



H 



' CH 2 - Nr C-^^- OCH 3 



41 CI— ^^~CH 2 - 12 0 R 



H 



CI 



42 Ch^>CH 2 - 1 2 0 R H _ CHa _^^ 



H \=/ 



43 ci-( >-CH 2 - 12 0 R 



H 



44 Cl-( >-CH 2 - 12 0 R 



H 



-CH 2 -N-C-^-CF 3 
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Table T.5 




ci 



WO 01/10439 



PCT/JPOO/05260 




WO 01/10439 



PCT/JPOO/05260 



2 6 

Table 1.7 




F 
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Table 1.9 



C °NT d " R^ (CH2) i~ k m n chirality * r» -(CH 2 )^(CH 2 ^-G-R 6 



89 Ci-\}-CH 2 - 1 2 0 S H 



o Br 



-(CH 2 ) 



90 ci-hT~)-ch 2 - 1 2 0 S h 9 m-t 

" -(CH 2 ) 2 -I^C-<(J> 



91 Cf-(~~)-CH 2 - 1 2 0 S H 9 wf' 

^-^ -(CHjJj-N-C-^Jh-CI 

/=\ 0 OCH 3 

92 CI-( >-CH 2 - 12 0S H « ff-L 

-(CH 2 ) 2 -N-C-^J> 



93 c^>ch 2 - 12 0S h -(ch^L^ 



OCH3 



_ O OCH 3 

94 CI-hQ-CH 2 - 12 0S H -(CH 2 ) 2 -(vhCH^> 

OCH 3 

95 Cl-{ == VcH 2 - 12 0S H ° 



96 C^>CH 2 - 12 0S H -(CHA-N-?^ 



,CH 3 



97 c^Qhch 2 - 12 0S H -(CH^-N-O-Q-O 

98 CMQ-CH 2 - 12 0S H -(t^Jj-S-Q-OCH, 



O Cl 



99 0-Q-CH 2 - 12 0S H -(CH 2 ) 2 -N-C-^ 



CI 
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Table 1.10 



Compd. R V(CH 2 ) r 
No. FT 



k m n chirality R 3 



■(CHsJpTTfCH^G-R 6 
R° 



100 Ci-Q>~ CH2 " 



1 2 0 S 



101 c 



102 c^hQk- 



i-<^~^-ch 2 - 12 0 S 



CH,- 12 0 S 



103 ct-\>-CH 2 - 12 0 S 



104 ci-<Q-CH 2 - 1 2 0 S 



105 Ci-< >-ch,- 12 0 S 



106 Cl-< >CH 2 - 12 0 S 



CH 2 - 12 0 S 



107 CI-hQ- 



108 ci— <Q>-ch 2 - 1 



2 0 S 



109 cK >-ch 2 - 12 0 S 



110 ci-^^-ch 2 - 1 2 0 S 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-(CH 2 ) 2 



-(CH,) 2 -W 



o 



-(CH; 



-(CH 2 ) 2 -N-C 



-(CH 2 ) 2 



F 



CF 3 



~(CH,) 2 



-(CH 2 ) 2 -N'-C-^^> 



"(CH 2 ) 2 



,CF 3 
F 



-(CH 2 ) : 



-(CH 2 ) 2 - 



rr £ -C5- 



-<CH 2 ) 2 -N-c-f >-nc 2 
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Table 1.1 1 



q4 

°Nk> Pd ' R 2>" (CH2) r k m n chirality R' -(^^(CH^G-R 6 

111 0-^_/-CH 2 - 12 0 R H -(CH 2 ) 2 -fv|-C-^^3 

112 0-<Qkch 2 - 1 2 0 R H -(CH 2 ) 2 -N-C-^> 

113 Ct -<>CH 2 - 1 2 0 R h -(CH^-J^ 

114 Cf -<>CH 2 - 1 2 0 R H -(CH 2)2 - N -?-M 



H \=/ 
CI 



115 0-O CH *- 1 2 0 R H _ {CH2)2 _„.£^_ 



CI 



116 0-<_>-CH 2 - 1 2 0 R H 



OCH 3 



117 Cf -<>CH 2 - 1 2 0 R H .^.^.^ 



O ^ OCH 3 

OCH a 



O / OCH 3 



118 cr-\ )-CH z - 12 0 R H -(Ch 2 ) 2 -n-c-^^ 



119 ChOch, 1 2 0 R H _ (CH2)2 _^Y-f F3 



OCH 3 
,CF 3 
H w> 



120 o-Och,- 1 2 0 R h _ (CH2)2 _^_@ 3 

121 C mQ-ch 2 - 1 2 0 R h -PWi-N-c-Q-a 
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Table 1.13 



Compd. R S-(CH 2 ) r 
No. Pr 1 



k m n chirality R 3 



133 



c, -0- 



CH 2 - 12 0 R 



134 Ci 



i— <(~^-CH 2 - 12 0 R 



135 cj-C >-ch 2 - 12 0 R 



136 CH-i >-CH2- 12 0 R 



137 CK >-CH 2 - 12 0 R 



138 ci-4 >-ch 2 - 12 0 R 



1 39 c *-\j>- CH 2- 12 0 R 



140 Ci-<Q>-CH 2 - 12 0 R 



1 4 1 CHh O~ CH2 " 12 0 R 

142 Cl-<Q- CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



"(CH 2 )pt(CH 2 )^G-R 6 
R 5 



-(CH 2 ) 2 



O NO, 



-(CH 2 ) 2 - Nr C-^2)~~ N ° 2 



-(CH 2 ) 2 -N-C^p> 
Br 



-(CH 2 ) 2 -j^C-^ 
F 



-(CH 2 ) 2 



C! 

CI CI 



-(CH 2 ) 2 - 



-(CH 2 ) 2 -N-C-f >-CI 
CI 

-(CH 2 ) 2 - N-C^^ 
H 3 C 
H 3 CO 

-(CH 2 ) 2 - 

KjOO 

cs 

"(CH 2 ) 2 - 



H3CO 
K,CO 



143 Cl-i >-CH 2 - 12 0 R 



H 



-(CH 2 ) 2 -N-C-^-Br 



WO 01/10439 PCT/JP00/05260 

3 3 

Table 1.14 



C °No. d ' p2>~ (CH2) i" k m n chiralit y R 3 ~(CH 2 )p|^(CH 2 )5-G-R 6 



R 



144 C,-hO-CH 2 - 1 2 0 R H - ( ch 2 ) 2 -^LQ-hQ 

145 CHhQ-CH 2 - 1 2 0 R H _ (C h 2)2 .^?_^_ CF3 



146 CI-^-CH,- 1 2 0 R H _ (C h 2 ) 2 -n.cH0^CH 3 

147 CHHQ-CH 2 - 1 2 0 R H -(CH 2 ) 2 -^-^HCH 2 CH 3 

148 ch-<Qhch 2 - 1 2 0 R h _ (CH2)2 -^a-^-CN 

149 CH-^V-CHz- 1 2 . 0 R H 9 >=< 

-(CH 2 )a-N-C-i } 
H \ - ■/ 



H -(CH 2 ) 2 -N-C-/^— ^ 



150 CH-Q)-ch 2 - 12 0 R 

151 chhQkch 2 - 1 2 0 R h _ (C H 2 , 2 -^?-f3 



o 

It 

c- 

F 



H )=/ 
F 

F 



152 ch^>ch 2 - 1 2 0 R H _ (CH2)2 _^a-^- F 

153 o-<Q>-ch 2 - 1" 2 0 R h -(CH 2 ) 2 -N-c-<p^F 



154 o-^^-CH,- 1 2 0 R H -(CH^-rjc-^ 



F 

F 



F 
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Table 1.1 5 



Compd. R V(CH 2 ) r 
No. R 2/ 2li 



k m n chirality R 3 



"(CH 2 )pf-(CH 2 )5-G-R 6 
R 



155 ch-Q- 

156 Cf-nQ- 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



H 



H 



O 

- (CH 2 ) 2 - N- C-<_^- OCH 3 

H 3 CO 

~ (CH 2 ) 2 - N- C-Q- OC F 3 



157 Ct-^J-CH 2 - 1 



2 0 R 



158 Ci-(~)-CH 2 - 12 0 R 



H 



H 



-(CH 2 ) 2 -N-C-<£^ 
F3CO 



-(CH 2 ) 2 -N-C-^^-C0 2 CH 3 



159 Ch-(~)-CH 2 - 1 2 0 . R 



160 Ct-^^-CH 2 - 1 2 0 R 



161 a-\ J-CH 2 - 12 0 R 



162 Ci— ^^-CH 2 - 12 0 R 

163 Cl-Q-CH 2 - 12 0 R 



164 a-Q>-CH 2 - 12 0 R 



165 Ch\ >-CH 2 - 12 0 R 



H 



H 



H 



H 



H 



-(CH 2 ) 2 -N-C-^3~F 



"(CH 2 ) 2 - 



h y=y 
f 3 c 



o F \_/ 

-(CH 2 ) 2 -N-C^Q> 
F 



-(CH 2 ) 2 -N-C-^-F 
F 



-(CH 2 ) 2 -W-C-^ = J>-CF3 
F 3 C 

-(CH 2 ) 2 -[*C-fjj 
-(CH 2 ) 2 -N-C-hQ-CH 3 
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Compd. " \_( CH v_ k m n chirality R 3 
No. Pr 



11 



-D6 



-(CH 2 )p-{-(CH 2 )q-G-R 
R 5 



166 C'-C^" CH 

167 Cl-{3~ CH 



168 d-\ >-CH 



169 Ci-\ >-CH 2 



-o-« 



170 Ci-\ }~CH 2 - 



171 C 



-o- 



CH 2 - 



172 Ct-i >~CH 2 - 



173 0-4 J~OH z - 



174 cK /)- CH 



75 Ch-^}- 



CH 2 - 



1 76 c »~X_/~ CH2 



2 0 R 



2 0 R 



2 0 R 



2 O R 



2 0 R 



2 0 R 



2 O R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH 3 
CH 3 

^ CI 



CH 3 

-f*IT c ~w- cl 

CH 3 

(S) 9 _w CF3 



(S) P 

_^H-N-C-W-Cl 
CH 3 



(S) 5? W 
CH 3 



N0 2 



CH 3 



CH 3 



Br 

CH 3 



-CH-N-C-f > 
5 H \=/ 

CH 3 
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Table 1.17 



R 4 

"(CH 2 ) r | 7 (CH 2 )5-G-R 6 



177 ci-^~)-CH 2 - 12 0 R 



H 



-CH-N-C-^J)-CI 



CH-, 



178 



CH 2 - 12 0 R 



179 Ci-<(~)-CH 2 - 12 0 R 



H 



H 



CH 3 F 
CH 3 



180 CmQ- 



ch 2 - 12 0 R 



H 



-ch-n-c^ y 



CH 3 



181 CI_H C~^~" CH 2* 1 



2 0 R 



182 C>-<x>-CH2- 12 0 R 



H 



H 



N0 2 



CH 3 



CH, O 



CF 3 



CH 3 



183 cK >-ch 2 - 12 0 R 



H 



CH 3 O / Bf 
-CH- NfC-H^\ 
CH 3 _ 



184 



ch 2 - 12 0 R 



H 



CH 3 O / 

CH 3 



CI 



185 ch^^-ch 2 - 12 0 R 



H 



OH 3 O _^ CI 
CH 3 



186 Ch-t >-CH 2 - 12 0 R 



H 



CH 3 O 



-CH-N-C 
I 

CH. 



O , CF 3 



187 o< >-CH 2 - 12 0 R 



H 



CH 3 O 

CH 3 



WO 01/10439 PCT/JP00/05260 

3 7 



Table 1.18 



Compd. 
No. 


">(CH 2 )n 


k m 


n 


chirality 


R 3 


~(CH 2 )p|-(CH 2 ) r G-R 6 
R 5 


188 


c '-0- ch *- 


1 2 


0 


R 


H 


CH 3 


189 




1 2 


0 


R 


H 


CH 3 


190 


c, -0^ CH2_ 


1 2 


0 


R 


H 


CH 2 -Tl) 


191 




1 2 


0 


R 


H 


^ Br 
CH 2 -fj) 


192 


cHH Q- CH2 ~ 


1 2 


0 


R 


H 


— CH-N-C-^ ^ 


193 


chH Q~ CHz " 


1 2 


0 


R 


H 


(A> P 

— CH-N-c-f >-a 

O 


194 


ci -0" CH2 " 


1 2 


0 


R 


H 


(fl) PlW 3 * 3 

CH 2 -<Q F 


195 


ch -0" CH2_ 


1 2 


0 


R 


H 


(fl> P /-v 

— CH-N-C— «( /- CI 


196 


ch O" CH2_ 


1 2 


0 


R 


H 


-? H TT c "w 

S 


197 


c, -0~ CH2 ~ 


1 2 


0 


R 


H 


NO 2 

— CH-N-C-f X > 


198 


ci -0" CHr 


1 2 


0 


R 


H 


CF, 

(5) P_W 
CH,^jl 
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Table 1.1 9 



C °Nk) Pd " R 2^~ (CH2) ~ k m n chirality R 3 -(CH 2 )^j(C H 2 )q-G-R 6 

R 



199 



ci-<Qhch 2 - 1 2 o r h ~f"-fr^-C5 
— _ cH 2 -ni 



200 ci 



201 Ct—i j>-CH 2 - 1 ' 2 0 - R H 



205 ci-4 y~CH 2 - 1 2 0 R H 



208 C 



209 Cl— 4 >-CH 2 - 1 2 0 R H 



s- 

a 



H^TVcH 2 - 1 2 0 R H -f*Tf^W > 

CHr£) 

^ CI 
-CH-N-C-^Jh-a 
iH 2 ^jl 

202 chhQ-ch 2 - 1 2 0 R h -fJ CH Q 

CH 2 -fj| r 

■ (s> 9 

203 Ch-T>CH 2 - 1 2 0 R H -CH-N-c-<J-a 

W CH 2 -^J 

_ _ (S) P_^TA 

204 CJ-{~Vch 2 - 1 2 0 R H f^H^W 

CH rO 

^ NO; 
(S) (? 



206 Cl-(~~)>--CH 2 - 1 2 0 R H (""Hp 



(Si ? jf-L 

ch 2 -Tji 

-CH-N-C-? * 

J H 9^= 
o 



_ Br 

207 chh()-ch 2 - 1 2 0 R h J^f^A-/ 



O 

CI 



CH 2 - 1 2 0 R H "f ""h JiL? 

* ' (CH 2 ) 2 -§-CH 3 

O 

-CB-N-C-<f VCI 
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Table 1.2T5 



C °No Pd R^" (CH2)r k m n chirality R 3 



D4 

-(CH 2 )p-f-(CH 2 )5-G-R 6 
R 5 



21 0 Ci 



~0 



CH 2 - 12 0 R 



211 C»-£^-CH 2 - 12 0 R 



212 Cb-^^-CH 2 - 



12 0 R 



213 c>-<£y- 



214 C^> 



CH 2 - 12 0 R 



CH 2 - 1 2 0 



H 



H. 



H 



r*rQ 

(0 | 2)2-?- CH 3 F 

o 
O 

o 



NO, 



(CH 2 ) 2 -j-CH 3 
O 



-(CH a ) 3 -C-Q 



215 Ch-<>-CH 2 - 1 2 0 



216 ohQ- 



CH 2 - 1 2 0 



217 c 



218 ci 



CH 2 - 1 2 0 



CH 2 - 1 2 0 



219 ct--Q-CH 2 - 1 2 0 

220 ci-^^hch 2 - 1 2 0 



H 



H 



H 



H 



H 



H 



-(CH 2 ) 3 - C-^^- OCH 3 



OCH3 



u 

-(CH 2 ) 3 -C-/j) 
S 

H3CO 



-(CH 2 ) 2 - 

H3CO 
O 

-(CH 2 )a-C-<^-CH3 
H 3 C 



-(CH 2 ) 2 



O / 



-(CH 2 ) 2 -C-Q>-CH3 
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4 0 



Table 1.2 1 



Compd. R V ( CH 2 )p k 
No. R 2/ 



T 4 



-d6 



m n chirality R 3 -(CH 2 )^-f— (CH 2 )q-G-R 

R s 



221 ci-^~^-ch 2 - 1 2 



222 0^^- 



CH 2 - 1 2 0 



H 



H 



-(CH 2 ) 2 -C-^3 
-(CH 2 ) 2 -C-^^^-CI 



223 Cf-4>-CH 2 - 1 2 0 



H 



-(CH 2 ) 2 - C-^3~ °< CH 2>3 C Hi 



224 c; 



hQ-CH 2 - 1 2 0 



225 Ch< >ch 2 - 1 2 0 



226 ChHQ>- 

227 c^Q- 



CH 2 - 1 2 0 



CH 2 - 1 2 0 



228 >-CH 2 - 1 2 0 



CH 2 - 1 2 0 



229 C>-<(~> 



230 Ct-^jHCH 2 - 1 2 



231 Ci-< >-CH 2 - 1 2 0 



o 

H -CH 2 ~S-^^3*~CH 



H 



H 



H 



H 



H 



H 



-(CH 2 ) 3 -C-N-^~) 

OCH 3 



-(CH 2 ) 3 - 



O 

-(CH 2 ) 3 -C* 



CI 



-(CH 2 ) 3 -C-r^^OCH 3 



CH. O 



H -CHg-C-CHo-C-N-^^" ^3 



CH 3 



O 

-(CH 2 ) 3 - C- C- CH 3 



WO 01/10439 



PCT/JPOO/05260 



4 1 



Table 1.22 



Compd. RS_(CH 2 ) r k 



No. R 



m n chirality R 3 -(CH 2 )H— (CHgfe-G-R 

R 5 



-d6 



232 Ci-Q-CH 2 - 



1 2 0 



H 



-(CH,) 3 -C-N-<^) 



233 a-Q-CH 2 - 1 2 0 



H 



-(CH 2 ) 3 -C-N-CH Z ^^ 



234 >-CH 2 - 1 2 0 



H 



-(CH 2 ) 3 -C-NH^J> 



235 Ch -V>* CH 2- 1 2 0 



H 



- CH 2 - CH- CH 2 -C- N- CH 2 -^ 
CH3 H 



CI 



236 Ct-4>-CH 2 - 1 2 0 



H 



-CH 2 - N-S-/"^ 

H s o-r 



CH 3 



237 ci-Q-CH 2 - 1 2 



-CH 2 -M-C-0-CH 2 H^~^ 



238 ci-\ >ch 2 - 1 2 0 



H 



-CH-O 
CH 3 



239 



Q^CH 2 - 



12 0 S 



H 



-CH 2 -NHC-<(J> 



240 




CH 2 - 



12 0 S 



H 



-CH 2 -W-C-f > 



H 



241 



CH 2 - 



12 0 S 



H 



-CH 2 -N}-C--^j> 



,CF 3 



242 ck ^_ch 2 - 1 2 0 S 



H 



- cH *-rr c - w 
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4 2 



Table 1.23 



Compd. R S-(CH 2 ) r 
No. FT *' 



243 



244 



245 



246 



247 



248 



249 



250 



Cl 

,CH 3 
<Q^CH 2 - 




CH 2 - 



CH 2 - 



CI — ^ /~CH 2 - 

h 3 co 

<O^CH 2 - 

Qkch 2 - 

H 3 C 

0" CH2 " 



"0" CH2 " 



251 F 



252 h 3 co-6 >-ch 2 - 



k m n chirality R 3 -(CH 2 )5^(CH 2 )5-G-R 6 

R 5 



253 h 3 c-< >-ch 2 - 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-/~^ 



,CF 3 



H \=/ 



-CHi-N-cK_> 

-c„ r{s - c -<Q 

-CH.-N-C-^J 
-CHi-fj-C-Q, 

^ CFS 

-CH 2 -r^c-^j> 

-CH,-N-C-{_) 

- CH '-H- C "0 



WO 01/10439 
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4 4 



Table 1.25 



R 1 

Compd. "^ (C H 2 ) r k m n chirality R 3 
No. Fr 



Xr 



_ D 6 



"(CH 2 )p-h-(CH 2 )5-G-R 
R 



265 8r-<(~)-CH 2 - 



266 



267 



£^~)-CH 2 - 



OCH, 



(J~CH 2 - 



268 hjC-c-n-1 /}-chi- 



269 ^of-^^-OHr- 
o 



H 3 CO a C 

^H 2 - 



F 



CH 2 - 



271 



272 



273 



274 



275 NC-(\ />~ CH 2- 



^-CH 2 - 

^-CH 2 - 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



2 0 S 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 



— CH 2 -W-C 



,Cl=3 



H \=/ 



— CH 2 -N-C-f ? 



.CFa 



H 



2 0 s h -c^tXrS 



, CF 3 



_ C h 2 -^?-hC5 

-CH 2 -Nf-C-^ 
-CH 2 -M-C-^> 



P F 3 



,CF 3 



-CHi-g-C-^J 
-CH^fJ-C-^J 
-CH 2 -N-C-(J> 



WO 01/10439 



PCT/JP00/0526O 



4 6 



Table 1.2 7 



Compd. r S_ (C h 2 ) k m n chirality 
No. Pr 



287 



288 



289 



290 



291 



292 



296 



CH 2 - 



CHo- 



Qkch 2 - 



3~ 



,CH 3 
CH 2 - 



£~)^CH 2 - 
^-CH 2 - 



293 CH-<^~}-CH 2 - 



H,CQ 



294 ^ CHr 



295 ""b-c^ 



H 3 C_ 



297 F-< >-ch 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



1CH 2 ) r H(CH 2 ) r G-R e 
R 



-CH 2 -M-C~/^> 



,^3 



_ CH2 _n_ c ^Cj> 

-CH 2 -^C-^J 
-CH 2 -N-C-h^ 

9 ^ CF3 



.CF 3 



-CH 



-CH 2 -N-C- w 



-CH 2 -N-C-H^J 
-CH 2 -N-C-Q> 



WO 01/10439 
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4 7 



Table 1.28 



Compd. R S-(CH 2 )r 
No. R 2 ^ 21 



k m n chirality R 3 



R 5 



-q6 



(CH 2 )p-i-(CH 2 )5-G-R 



298 


h 3 co-Qh-ch 2 - 1 


2 


0 


R 


H 


-CH a -N-<K_> 


299 


H 3 C-~C^-CH 2 - 1 


2 


0 


R 


H 


-CH a -J«-C-^_> 
n 1 — r 


300 


N0 2 

c *-Cr CH2 " 1 


2 


0 


R 


H 


-CHi-N-C-(_) 


301 


0 2 N 

<Q^-CH 2 - 1 


2 


0 


R 


H 


-CH 2 -N-C-^J 


302 


0 2 N-^jKCH 2 - 1 


2 


0 


R 


H 




303 


F> 1 
<Q-CH 2 - 


2 


0 


R 


H 


- cH 2 -ir c -0 


304 


Of*- 1 

C0 2 CH 2 CH 3 


2 


0 


R 


H 




305 


o-?*- 1 


2 


0 


R 


H 


-CH 2 -N-C-^J) 
n ' ' 


306 


^CH 2 - 1 


2 


0 


R 


H 


-CHi-N-C-<_) 


307 


F 3 C-^^-CH 2 - 1 


2 


0 


R 


H 


-CH s -J4-C-h(_J 


308 


^-CH 2 - 1 


2 


0 


R 


H 


-CHj-Jj-C-^ 
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Table 1.2 9 



C °No Pd ' R^ > " (CH2)r k m n chiralit V 



R 3 



"(CH 2 )p|-(CH 2 )q-G-R 
R 5 



-06 



309 



310 



Br 



312 



313 



316 



317 



0 CH2_ 



311 Br-^0~ CH2 " 



,OCH 3 



<^"CH 2 - 



314 HjC-c-N-C^-CHa- 



315 H 2 C-^~)-a-i 2 - 



H 3 C0 2 C 



o- 



CH 2 - 



CH 2 - 



318 ho-(^-ch 2 - 



319 



,CN 

a~ CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H v==/ 



-CH 2 -N-C—f ? 



P^3 



H \=/ 



-CH 2 -N-C^J 



-CH 2 - 



9 ^ CFa 



*_m CF3 

^ CF3 

- CH 2-;t c -\ = ) 

-CH^N-C^J 

P -M CF3 
-CH^N-C-^J 

_ C H 2 _N- C -^J> 

ff ^ CF3 
_ C H 2 _N-c-^J 
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4 9 



Table 1.30 



Compd. R S-(CH 2 ) r 
No. Pr 1 



%. 



k m n chirality R 3 -(CH 2 fe-f—(CH 2 )q-G-R 6 



320 



322 



329 



321 NC-^Q^-CH 2 - 



323 O-O" 0 " 2 - 



324 h 3 co 2 c^ >-ch 2 - 



325 F 3 CO-^~^-CH 2 - 



Q^CH 2 - 



326 



327 H0 2 C-6>-CH 2 - 



328 (H 3 C) 3 C-4 >-CH2- 



-o-< 



H3 

Wh 2 - 

CH 3 




2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



330 ci-<( )-ch 2 - 0 3 1 



H 



H 



H 



H 



2 0 R t h 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-f~S 



-CF 3 



H \=/ 



-CH 2 -^-C-^ 
_ CH2 -^c-<^> 

^ CF3 

_CH 2 -N-C-^J> 

- CH !-K" c- 0 



-CH 2 -N-C 



H \=/ 
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5 0 



Table 1.3 1 



No. Fr 



m n chirality R 3 -(CH 2 te-f-(CH 2 )^G-R 

R 5 



-D6 



»-o 



331 ci-<\ >-ch 2 - 0 3 1 



332 Ci-^y-CH 2 - 0 3 1 



333 ct-4>-CH 2 - 0 3 1 



H 



-CH 3 



O , CH 3 



- CH 2 - N- C-\^\- OCH 3 
OCH, 



334 Ci— li-CHj- 0 3 1 



H 



-CH 2 - 



CH 2 



335 ci— <£^-ch 2 - 



0 3 1 



336 o-£^-ch 8 - 0 3 1 



337 ct~C }-ch 2 - 0 3 1 



338 ck-hQ>-ch 2 - 0 3 1 



339 ci-^~^-Ch 2 - 0 3 1 R 

340 o-Q>-ch 2 - 0 3 1 S 



H 



H 



H 



H 



H 



-CH, 



-CH 2 - 



O NQ 2 



H 3 C 
O 



CH 3 



-CH 2 - 



O f F > 



9 /-< CF3 

-CH 2 -N-C-{3 



341 a-\ >-ch 2 - 0 3 1 



"(CH 2 ) 2 



WO 01/10439 PCT/JP00/05260 

5 1 

Table 1.32 

. - 

C °No d Ra^"* CH2)r k m n chirality R 3 -(CH 2 )^ 



-(CH 2 )p-|-(CH 2 )q-G-R 



6 



H 



CH 3 O 



342 C!-^~)~ CH2 " 0 3 1 - H _ch-N|-C-^3 

343 a-OcH 2 - 0 3 1 H "f^K3 



CH(CH 3 ) 2 
O 



344 o-O-CHr 0 3 1 H -ch-m-c-^ 

V ^ CH 2 CH(CH 3 ) 2 

O 

345 ci-^/-ch 2 - 0 3 1- H -(CH 2 ) 3 -chQ> 



346 Ci-^)-CH 2 - 0 3 1 H -<CH 2 ) 2 -C-^J^OCH 3 



H 3 C 



347 C^-\^CH 2 - .031 

348 ci-^^-ch 2 - 0 3 1- H -(ch 2 ) 2 -c-^3- 



o 

CH 3 



o 

CH 3 



349 c*-^~)^-ch 2 - 0 3 1 H -c H 2-|-0^ 



u 

350 Cl-Q>-CH 2 - 0 3 1 - H - CH *-^jhO~ CHa 

o 

351 Ch-^_y-CH 2 - 0 3 1 H -CH 2 -f^C(>CH2-^__^ 



II /=\ 



352 Ch-4_/-CHj- 0 3 1 - H -cttO-c-^KJ 

CH 3 ~~" 



WO 01/10439 
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5 2 



Table 1.33 



Compel. R ^ (C H 2 ) r k m n chirality R 3 -(CHsfcf^C H 2 ^G~R 6 
No. R 



353 ct— 



CH 2 - 1 2 1 



H 



354 Cf-nQ- 



CH,- 1 3 0 



H 



355 Cl-{ )-CH 2 - 1 3 0 



H 



O 



356 Ci-\>-CH 2 - 1 3 0 



357 Ch^Q- 



CH 2 - 1 3 0 



358 Ct-£)-CH 2 - 1 3 0 



H 



H 



H 



- CH 2-{t C "0 



H 3 C 



359 ci-i >-ch 2 - 1 3 O 



H 



-(CH 2 ) 2 - 



360 Ct-i >-CH 2 - 1 3 0 



H 



-(CH 2 ) 2 - 



NO, 



361 ci-\ >-ch 2 - 1 3 0 



"(CH 2 ) 



.-c-O 



362 ci-Q-ch 2 - 1 3 0 



H -(CH 2 ) 3 -C-^^-OCH 3 



363 ct-i )-ch 2 - 1 3 0 



H 



-(CH 2 ) 3 -C-<fj) 



WO 01/10439 
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5 3 



Table 1.34 



Co ™ pd - R i>~( CH 2)r k m n chirality R 3 
No . R 



FR 



-(CH 2 )^-(CH 2 )5-G-R 6 



364 a-\ /-CH 2 - 1 3 0 



365 ct-^y~CH 2 - 1 3 0 

366 ct-^^CHa- 1 3 0 



H 



H 



H 



o ocm 3 

-(CH 2 ) 2 -C~<Q 
H 3 CO 

-(CH 2 ) 2 -C-^^CH 3 
H 3 C 



-(CH 2 ) 2 -C-f v— OCH3 



367 ct-^}- 



CH 2 - 13 0 



H 



"(CH 2 ) 2 - C-^^~ CH 2 



368 



ce-^~^-CH 2 - 1 3 0 



H 



-(CH 2 ) 2 -C-Q> 



369 CI-h(^-CH 2 - 1 3 0 



H 



-(CH 2 ) 2 -C-Q-CI 



370 CmQ- 



CH 2 - 1 3 0 



H -(CH 2 ) 2 -C-Q>-0(CH 2 )3CH3 



371 ci-^~)-ch 2 - 1 3 0 



H ~(CH 2 ) 2 -C^(J)-S-CH 3 



372 c^}- 



ch,- 1 3 0 



H 



-CHo-S-f 7-CH 



373 cr-<v >-CH 2 - 1 3 0 



374 a-{ >-ch 2 - 1 3 0 



H 



H 



-(CHa)a-C-N-O 

OCH 3 



"(CH 2 ) 3 - 
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5 4 



Table 1.35 



Compd. "^-(c^);- k m n chirality R 3 
No. . Pr 



-(CH 2 )p^-(CH 2 )5-G-R 
R 5 



375 ci 



t-0" cH2- 1 3 ° 



H 



-(CH 2 ) 3 - 



376 Ci-{^-CH 2 - 1 3 0 



-(CH 2 ) 3 - C- N-<(~^- OC H 3 



377 ct-i >-ch 2 - 1 3 0 



H 



9 H 3 9 
• ch 2 -c - ch 2 - c - n— <^ ^— a 

CH 3 H 



378 Ct-^}" CH2 " 1 3 0 



-CH 2 ^CH 2 -C-N-^(^-F 



379 Ct-CJ-CH 2 - 1 3 0 



H 



-{CH 2 ) 3 - C- j^-^/- C- CH 3 



380 Ct-{~)~ CH2 " 1 3 



H 



-(Ch 2 ) 3 -c-n-ch 2 hQ* 



381 ci~V>-CH 2 - 13 0 



H 



- CH 2 - N- S-/~\- CH 3 



382 a-C >-ch 2 - 1 3 0 



H 



■CH;-N-C-OCH 2 -^~^ 



383 



CI-Q-CHj- 1 3 



H 



II / = =\ 



CH 3 



384 Ci-(^-CH 2 - 2 2 0 



H 



-CHa-N-C-/"^ 



.CH a 



H N=/ 



385 CI-( )-CH 2 - 2 2 0 



— CH 2 -t^C-/~~^ 



N0 2 



WO 01/10439 PCT/JP00/05260 

5 5 

Table 1.3£ 



390 



391 



394 



395 



396 



k m n chirality R 3 — (CH 2 )pi — (CH 2 )q-G-R 

/=\ 9 
386 0~ CH 2- 2 2 0 - H _ CH2 _fg_£_^ 

9 

H 



387 0" CHz " 2 2 0 H _ch 2 -m-c-^V^ 



9 N °> 



388 <Q- CH 2- 2 2 0 - H _ CH2 _jL£^ 

389 \_)~ CH 2 - 2 2 0 - H -CH 2 -n-c-Q-C0 2 CH 3 



9 ' CFa 



<>- CH 2- 2 2 0 - H _ CH2 _^^ 

<^-CH 2 - 2 2 0 - H -CH 2 -N-C-^5 



H \=< 
F 



.OCF, 



392 Q-CHr 2 2 0 H _ CH2 _J?_jK 

H ^ — ' 

393 0" CH2_ 2 2 0 - H _ CHz _^£_^ 

.ci 



0" CHa " 2 2 0 - H -ch 2 -n-c-h^ 

Q-ch 2 - 2 2 0 H _ CH2 _^£_£^_ Br 

Cy™*- 2 2 0 - H- _ CH3 _n_£_£^L f 
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Table 1.37 



Co ™ pd - R ^>-( CH 2)r k m n chirality R 3 ~(CH 2 )pf-(C H^G-R 6 



No. R 



397 



O 



ch 2 - 2 2 0 



H 



-CHz-N-C-^)— CI 



398 



CH 2 - 2 2 0 



H 



9 



399 



2 2 0 



H 



9 



-(CH 2 ) 2 -f^C-Q^ 



400 



o 



CH 2 - 2 2 0 



H 



-(CH 2 ) 2 



NO, 



H \==/ 



401 



0" CH2_ 



2 2 0 



9 



-(CH 2 )2-N-C-^^- CO 2 CH 3 



402 



0~ CHjr 2 



2 0 



H 



"(CH 2 ) 2 



403 



Q^CH 2 - 



2 2 0 



H 



~(CH 2 ) 2 - 



,CF 3 



H \=< 

F 



404 



Qhch 2 - 



2 2 0 



H 



-(CH 2 ) 2 - 



PCF 3 



405 



0 CH2 ~ 



2 2 0 



H 



Br 



-<CH 2 ) 2 -£hC- w 



406 



CH 2 - 2 2 0 



H 



CI 



-(CH 2 ) 2 - 



407 



CH 2 - 2 2 0 



H 



-(CH 2 ) 2 - 



"^T c ~0" Br 
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Table 1.3 8 



Compd. >-(CH 2 )p k m n chirality 
No. Fr 1 



-(CH 2 )^(CH 2 )q-G-R 
R 



-Q6 



408 



o 



CH,- 2 2 0 



H 



9 



-(CH^-N-C-^J-F 




409 



^~^-ch 2 - 2 2 0 



H 



-(CH 2 ) 2 - 



410 



41 1 



412 



413 



414 



415 



416 



417 



418 



o 



CH 2 - 2 2 0 



o 



0~ CH2 " 

Qk-ch 2 - 



2 2 0 



2 2 0 



CH 2 - 2 2 0 



2 2 0 



2 2 0 



^)-CH 2 - 2 2 0 
^-CH 2 - 2 2 0 



CH 2 - 2 2 0 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH 2 CH(CH 3 ) 2 



(5) P // * 
CH 2 CH(CH3) 2 




(S) £W 



,N0 2 



— CH-N-O 

jf H \=/ 
CH 2 CH(CH 3 ) 2 . 

H-fvj- C--<^ = J)--C0 2 CH3 
CH 2 CH(CH3) 2 

O / CF3 

CH 2 CH(CH3) 2 

O / CF3 

CH 2 CH(CH3) 2 F 



(S) {? /-<• 

CH 2 CH(CH 3 ) 2 



,0CF 3 



CH 2 CH(CH3) 2 . 
CH 2 CH(CH 3 ) 2 



Br 
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Table 1.3 9 



5 8 



Compd. R >(CH 2 ) r 
No. FT ' 



k m n chirality 



■Q3 



( ch 2)ttV 



-□6 



□ i , (CH 2 )q-G-R 



419. 



420 



421 



422 



423 



424 



425 



426 



427 



428 



429 



0~ CH2_ 



Q^CH 2 - 



2 2 0 



Q^ch 2 - 2 
0~ CH2 " 2 



2 0 



2 0 



CH 2 - 2 2 0 



2 2 0 



(~)-CH 2 - 2 2 0 



CH 2 - 2 2 0 



CH 2 - 2 2 0 



Q-CH 2 - 2 2 0 



CH 2 - 2 2 0 



CH 2 - 2 2 0 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



(S) P /r^ 

-f"-£T c "w^ Br 

CH 2 CH(CHj) 2 



CH 2 CH(CHa) 2 

O P 
-CH- N-C — — CI 

CH 2 CH(CH3) 2 
CH 2 CH(CH 3 ) 2 



(«) f? ^ / 
CH 2 CH(CHa) 2 




O / N °2 



CH 2 CH(CH3) 2 



-C H-N-C-^_^-C0 2 CH 3 
CH 2 CH(CH 3 ) 2 



-CH-N-C- x 



CH 2 CH(CH3) 2 



(A) P 
— CH-N-O 



H ^ 
CH 2 CH(CH3) 2 F 



PF 3 



P CF 3 

(fl) 



CH 2 CH(CH 3 ) 2 
P 

-c- 

CH 2 CH(CH 3 ) 2 



(*> P f\ 
-CH-N-C-f > 
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Table 1.4 0 



Compd. R S-(CH 2 )p k m n chirality R 
No. Pr 



3 ~(CH 2 )p^-(CH 2 )q-G-R 6 
R s 



430 



431 



432 



433 



{^-CH.,- 2 2 0 



0- CH2_ 



2 2 0 



ch 2 - 2 2 0 



2 2 0 



H 



H 



H 



H 



— CH-N-O ^ 
CH 2 CH(CH 3 ) 2 



(A) I? /-v 
-CH-j^-C-H^^-Br 

CH 2 CH(CH 3 ) 2 
— C H- M-C— <^J)— F 



CH 2 CH(CH 3 ) 2 



O P 
-CH-M-C-I^J— CI 

CH 2 CH(CH3) 2 



434 CI-^^-CHj- 1 3 1 



_CH 2 -N-C-^> 



435 Ci-4 >-CHa- 1 3 1 




436 CH-4>-CH 2 - 1 3 1 



H 



_ C H 2 _N_ C _^J 



437 CH-^~^-CH 2 - 1 3 1 



H 



— CH 2 - N-C-^^-C0 2 C H 3 



438 Ct-^^-CHj- 1 3 1 



H 



-CH 2 -N-C-^J 



439 Ct-C)-CH 2 - 1 3 1 



440 Ct-\ >-CH 2 - 1 3 1 



H 



H 



H \=< 



F 

.OCF 3 
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Table 1 


.41 










Compd. 
No. 


P>(CH 2 )- 


k 


m n chirality 


R 3 


_ 4 

(CH 2 )p-f-(CH 2 )q-G R 6 
R 5 


441 


ct -0~ cH2- 


1 


3 1 


H 




442 


ci_h O -ch2- 


1 


3 1 


H 




443 




1 


3 1 


H 


— C H 2 - N- C-(^y- Br 


444 


c KD" CH2 " 


1 


3 1 


H 


-CHa-N-C-^^-F 


445 


CI-^^-CH 2 - 


1 


3 1 


H 


— CH 2 -N-C-^J)-CI 


446 


CI-^^-CH 2 - 


1 


3 1 


H 


-<CH 2 ) 2 -j^C-^j) 


447 




1 


3 1 


H 


-{CHa) r N-C-H^^ 


448 


CI_ 0~ CH2 " 


1 


3 1 


H 


-(CH^-N-C-^ 


449 


0-0~ CH 2~ 


1 


3 1 


H 


-(C H 2 )2-N-C-^^- CO 2 CH 3 


450 




1 


3 1 


H 


-(CH 2 ) 2 - N-C-i^^ 


451 




1 


3 1 


H 


F 
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Table 1.42 



Compd. R V^ (C H 2 ) r k m n chirality R 3 ~(CH 2 )p^-(CH 2 )q-G-R 6 



No. R 



452 c\-\ >-CH 2 - 1 3 1 



H 



-(CH 3 ) 2 - 



,OCF 3 



453 Ci-\_>-CH 2 - 1 3 1 



H 



"(CH 2 ) 



454 CH-\j^CH 2 - 1 3 1 



H. 



-(CH 2 ) 2 - 



455 CH-^~)-CH 2 - 1 3 1 

456 Ci~0-CH 2 - 1 3 1 



H 



H 



-(CH 2 ) 2 - 



P 



9 



-(CH 2 ) 2 -|^-C- 
H 




457 ch^>-CH 2 - 1 3 1 



H 



? 



.CI 



-(CH 2 ) 2 -r*-c-f >-ci 

H 



458 ci-( >-CH 2 - 2 2 1 



H 



-CH 2 -M-C-(3 



459 Ch-<(> 

460 c^Q- 



ch 2 - 2 2 1 



CH 2 - 2 2 1 



H 



H 



■CH 



-CH 2 



CH 2 



461 Cr-^VcH 2 - 2 2 1 



462 Q-< >-CH 2 - 2 2 1 



H 



H 



-CH 2 - 



-CH 2 -N-C-<£3 



H 3 C 
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Table 1.43 



Compd. R S_ (CH v_ k m n chirality R 3 
No. 



-(CH 2 )p-h-(CH 2 )q-G-R 6 
R 5 



463 ct-^~)-CHr 2 2 1 



464 Ci-<(~)- CH 2~ 2 2 1 



465 OhQ-ch 2 - 2 2 1 



H 



H 



•CH 2 -N-C-(3 
CH 3 



O ,OCH 3 
- CH 2 - N- C-^3~ OC H 3 



OCH 3 



-CH.-M-C-h^ 



466 CI-4>-CH 2 - 2 2 1 



467 Ci 



l-^~~^-CH 2 - 2 2 1 



468 Cl-V>-CH 2 - 2 2 1 



469 C»-< >CH 2 - 2 2 1 



H 



H 



H 



H 



-CH 



O , NO * 



-CH 2 



-CH 2 -N-C-^ 
O / 



N(CH 3 ) 2 



o /- 



OCH 3 



470 Ci-\ >-CH 2 - 2 2 1 



H 



- CH 2 - N- C-^^- CN 



471 Ct-i Vch 2 - 2 2 1 



H 



- CH 2 - N- C-£^~ C0 2 C H 3 



472 Ch-QHCH 2 - 2 2 1 



H 



-ch 2 -n-chQ-chQ 



473 ci-(~)-ch 2 - 2 2 1 



H 



-CH 2 -J*C-^J-CCH 3 
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6 3 




PCT/JPOO/05260 


Table 1.44 












Compd. R S-(CH 2 ) f 
No. FT 


k 


m 


n chirality 




-(CH 2 )p^-(CH 2 )q-G-R 6 
R 5 


474 Ch-^^-CHj- 


2 


2 


1 


H 


- CH 2 - N- C-{^y- CF 3 


475 Ci-(~)-CH 2 - 


2 


2 


1 


H 


O 

- CH 2 - N- C-/~~Y- CH(CH 3 ) 2 
H \_,.-/ 


476 Ct-<£~)-CH 2 - 


2 


2 


1 


H 


- CH 2 - N- C-^^- N0 2 


477 0-^3" CH 2 - 


2 


2 


1 


H 


O 

- OH 2 - N- C-^^- OCH(CH 3 )2 


478 Ci-(°~)-ch 2 - 


2 


2 


1 


H 


9 

-CH 2 -j^C-^j] 
H 3 C 


479 Cl-^^-CH 2 - 


2 


2 


1 


H 


O 

H 


480 Cl-^Q>-CH 2 - 


2 


2 


1 


H 


O 

-CH 2 -NhC-/"l 

H 0^ Br 


481 ChnQ>-CH 2 - 


2 


2 


1 


H 


O 

.-CH 2 -^C-^Tj| 
H 


482 CI~C^-CH 2 - 


2 


2 


1 


H 


o 3 

-CH 2 -N-C-<J) 
H 


483 Cl-^^-CH 2 - 


2 


. 2 


1 


H 


0 


484 Ct-^^-CH 2 - 


2 


2 


1 


H 


H 
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Table 1.4 5 

Compd. R V-(CH 2 ) r k m n chirality R 3 .-(CH 2 )J-(CH 2 )q-G-R 6 
No. rS 



485 C 



486 



O f F > 

M^-CH 2 - 2 2 1 H ~ CH2_ |T^^Q 



Cf -0- CH2 " 2 2 1 H -CH 2 -N-C-{3 

0 c 

487 CI-hQ-CH 2 - 2 2 1 - . H -CHa-N-CH(3 



488 ct-i >-CH 2 - 2 2 1 



492 Ci-i )-CH 2 - 2 2 1- H 



CF 3 

CN 



O /' 

489 ci-hQ-CH 2 - 2 2 1 - H " CH a-^c-^> 



490 Ch-Q-CH 2 - 2 2 1 - H 



OCH 2 CH 3 



491 C^J^CH 2 - 2 2 1 - H -CH 2 -NhC^Q 



O /" 
-CH a -£C-(3 



,OCF 3 



Q C( CF 3 



493 Ci-Q>~CH 2 - 2 2 1 

494 Ct-(~)-CH 2 - 2 2 1 - H - CH 2-^C-^ 

F • 

495 C f -Q-CH 2 - 2 2 1 - H " CH 2"K"^^Q 
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Table 1.4 6 



i R 4 
Compd. R \_ (C H 2 ) r k m n chirality R 3 -(CH 2 te-|— (CH 2 fe-G-R 6 
No. Pr R 5 



501 Cl-< >-CH 2 - 2 2 1 - H 



o ^ 



496 cr-<QHCH 2 - 2 2 1 H _ CHz _^^_^_ 

497 a-\J-CH 2 - 2 2 1 H - C h 2 -n-C J~S 



" l 2" 



498 Ch-^_>-CH 2 - 2 2 1 - H -ch 2 -n-c-(3 

O 

499 Ch-^^-CHa- 2 2 1 H " CH 2-^-^Q^N(CH 3 ) 2 

O 

500 CI— <^_^-CH 2 - 2 2 1 - H _ CH2 _N.c-^^-OCH 3 

-CH 2 -N-C-^> 



Br 

NO 2 



502 CI-<(~)-CH 2 - 2 2 1 - H _ CH2 _n.£_^_ f 

_ O N ° 2 

503 CH^Qhch 2 - 2 2 1 - H _ CH2 .^^^^_ cl 

O , OCH 3 

504 ci-^Q)-ch 2 - 2 2 1 - H -CH *-^"Q 



OCH 3 
no. 



505 CHhQ-ch 2 - 2 2 1 - H _ CHj .^^^^_ Br 



506 CI-Q>-CH 2 - 2 2 1 H -CH 2 -N-C^TX 



NO5 
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Table 1.48 



Compd. R S_ (CH2)j - k m n chirality R 3 -(CH 2 )p^-(CH 2 )^G-R 6 
No. Pr R 5 



518 



NH 2 



CH 2 - 



519 o-^rO- 0 *- 



525 Cl 



2 2 



2 2 



520 <>-<>-ch 2 - 2 2 



521 o-(~)-CH 2 - 2 2 



522 CH-< >-CH 2 - 2 2 



523 Ct-4>-CH 2 - 2 2 



524 Cl-C>-CH 2 - 2 2 



i-hQ-CH 2 - 2 2 



526 C, -0~ CH 2" 2 2 

527 CI-Q-ch 2 - 2 2 



528 a-C )-CH 2 - 2 2 



H 



H 



— CH 3 



— (CH 2 ) 2 Cl+-YJ 

p - 

-CH 2 CH-Q> 



— (CH 2 ) 2 CH-^_j; 

p - 



H 



H 



H 



H 



-CH 



9 

_ C H 2 _^C^W> 
-CH 2 -N-C-^J> 



H^ CF3 



— CH^-N- 



) 2 CH^_> H W 



9 



-CH 2 -N-C-^> ° 



9 



9 



- CH 2-^ C "VS 



— CH,- 



F 3 C 
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Table 1.4 9 



Compd. R^_ (CH2)r k m n chiraljty R3 



\ 4 
R 5 



-(CH 2 )^|-(CH 2 )5-G-R 6 



529 Cf-^Q- 



CH 2 - 2 2 1 



H 



— CH,-N-C 



if /=^ N °2 



ir c -vo 



530 0-h£~^-ch 2 - 2 2 1 



H 



— CH,-M-C 
H 




9 O 



531 c\-\ >-CH 2 - 2 2 1 



H 



532 



CH 2 - 2 2 1 



533 ChhQkch 2 - 2 2 1 



534 CHh( >-CH 2 - 2 2 1 



535 Cl-4>-CH 2 - 2 2 1 



536 cy-\J-CH 2 - 2 2 1 



537 Ci-^^-CH 2 - 2 2 1 



538 Cl-^ j>-CH 2 - 2 2 1 



539 OhT >-Ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 3 C 

9 



— CHo-N-O 



h y-o 

H 3 C 
H 3 C 

f? 



-CH 2 -N-C-^^ 

H 3 c-q. 0 

- CH 2-^ C ^Q 



H 3 C CH3 



H 3 C 



!? 




-CH 2 -N-C-< I 

h y- 

F 3 C 
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Table 1.50 



C °Nk> Pd R^ (Ch2)r k m n chiralit V R3 ~(CH 2 )p^-(CH 2 )5-G-R 6 



541 Cl-\)-CH 2 - 2 2 1 - H 



546 Ct-Q-Civ- 2 2 1 



550 c»-i>-CH 2 - 2 2 1 



540 cmQ-CH 2 - 2 2 1.- H - CH ^-^ C -CO 

CH 3 



— CH 3 

H 

H 2 N 

( CH 2 C H3 



542 Ch-^)-CH 2 - 2 2 1 - H 

543 ci- < G>-ch 2 - 2 2 1- H _ CH2 _^c-^^>-CH2CH 3 




544 C^Q>-CH 2 - 2 2 1 H _ CH2 _^£_^ 



545 ci-{~}-CH 2 - 2 2 1 - H - CH 2-{t^~0 

H - CH 2-N-C-Q 

Of 7 Cl 



547 CmQ-ch 2 - 2 2 1 H -ch 2 -^hQ-ci 



CI 

,c» 



548 Cf^Q-CH 2 - 2 2 1- H -CH 2 -NHCH0 



H \=< 
CI 



549 CI-h(3~ch 2 - 2 2 1 H - CH *-^CH0 



0 2 N 



0 2 N Cl 
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Table 1.51 



Compd. R S-(CH 2 ),- k m n chirality 
No. Pr 



(CH 2 )^-(CH 2 )5-G-R 6 
R 5 



55 



1 Cf-nQ^-CHa- 2 2 1 



H 



9 



— CH 2 -N-C-CH 2 - 



_JCH 3 

<3 



552 Ct-(~}-CH 2 - 2 2 1 



553 ci-\>-CH 2 - 2 2 1 



554 Ci-<>-CH 2 - 2 2 1 



H 



H 



9 j-?> 

-CH 2 -N-C-CH 2 -^_^ 



-CH 2 -N-C-CH 2 -^> 

CF 3 



H 



555 Ch-*(~}-CH 2 - 2 2 1 



H 



9 ^^ Cl 



H 



556 Cr-^^CH,- 2 2 1 



H 



H 



557 >~CH 2 - 2 2 1 



H 



-(CH 2 ) 2 -N-C-Q> 



558 Ch-4 Vch 2 - 2 2 1 



H 



CH 3 O 



559 ch<>ch 2 - 2 2 1 



560 0-0~ CH2 ~ 2 2 1 



561 CH-t>-CH 2 - 2 2 1 



H 



H 



H 



-CH-iShC-f\ 
I H W 
CH 3 



CF 3 
CN 



| H \=/ 
CH 3 



Br 



| H \=/ 
CH 3 
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Table 1.52 

C °No Pd R a^ > " (CH2) »~ k m n chirality fi 3 -(CH 2 )~jy(CH 2 ^-G-R 6 



568 Ci 



571 Cl-^^-CH 2 - 2 2 1 



H 



572 c»-C>-CH 2 - 2 2 1 - H 



o P 

562 Ci-^^-CH 2 - 2 2 1 - H ~ CH "[^-^3 

CH 3 



_ O , CF 3 

563 Cl— V^/~ CH 2" 2 2 1 - H ~ CH "£j"C-^3 

CH 3 F 3 C 

_ O OCH 2 CH 3 

564 Ci -^C~y~ CH 2~ 2 2 1 - H -CH-N-C-{3 

^ — ' | H — 

CH 3 

o F w CF3 

"-O 

CH 3 

566 ci-^_y-CH 2 - 2 2 1 - H -ch-n-ch(3 

CH 3 

567 ci-^_y-CH 2 - 2 2 1 - H "^^""CJ 

CH 3 CF 3 



o F w c 

565 CI— \_/-CH 2 - 2 2 1 H -CH-N-C-^ 



9 V\ 

H-<(~)-CH 2 - 2 2 1 H -CH-N-C-Q 



CH 3 CF 3 



570 CI-^_J-CH 2 - 2 2 1 H — CH-N-C- 

CH 3 



9 /-< CF3 

569 ch-Q>-CH 2 - 2 2 1- H -ch-n-c-^^ 

CH 3 F 

OH(CH 3 ) 2 

CH 3 

I 

I 

CH 3 



I H 

CH 3 

9 3— < 

-CH-N- C-f? 
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Table 1.54 

Compd. "V(CH 2 ) r k m n chiraiity R 3 -(CH 2 )i(CH,fc-G-R 6 
No. R p5 

o o 

584 CI-h0>-CH 2 - 2 2 1 H ^ch-j^ChQ-ChQ) 

CH 3 

O 

585 ci-^Qkch 2 - 2 2 1 H -ch-^chQ-cn 

CH 3 

O 

586 chhQ-ch 2 - 2 2 1- H -c^<^3-ci 

. CH 3 
CH 3 
CH 3 

O 

H " CH '^ H 0" C(CH3)3 



587 Ci-\>-CH 2 - 2 2 1 



588 CH-<Q^CH 2 - 2 2 1 H -CH-N-C-< hNH 2 



I 

CH 3 



589 Ci-^_/»CH 2 - 2 2 1 

590 C1-Qkch 2 - 2 2 1- H -^jt £ -0 



o 

CH(CH 3 ) 2 



CH 3 

O • 



591 ci ^Qh C H 2 - 2 2 1 H -CH-N-0-Q-NeCH 3 ) a 



CH 3 

O 



592 CH-Q>-CH 2 - 2 2 1 H -ch-^hQ-OCH 3 

CH 3 

_ O 

593 chhQ-ch 2 - 2 2 1 H ~CH-£ChQ-CH 2 OH 



I 

CH 3 



O 

594 chQ-ch 2 - 2 2 1 H -fH-ffC-Q-OH 

^ CH 3 
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Table 1.55 



7 4 



C NT d - R> (CH2) '- k 



m n chirality 



-(CH 2 )p| r (CH 2 ) T G-R 
R 5 



-d6 



595 ci-<Q-ch 2 - 2 2 1 



H 



-CH-^C-^^C0 2 CH 3 
CH 3 



596 Ch-4>-CH 2 - 2 2 



H 



O 



■CH-N- C-^- C- CH 3 
CH 3 



597 C^Qh 



CH 2 - 2 2 1 



598 C: 



CH 2 - 2 2 1 



H 



H 



CH 3 

O 

I H 
CH 3 



599 chhQ-ch 2 - 2 2 1 



H 



-CH-f|C~/p| 
CH 3 CH 3 



600 <>-i>-CH 2 - 2 2 1 



601 C| --V_/- CH 2- 2 2 



602 c 



603 c; 



604 G 



605 Ci 



-o- 



CH 2 - 2 2 1 



ch 2 - 2 2 1 



CH 2 - 2 2 1 



CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



O 

| H 0^ Br 
CH 3 



I H \=/ 



CH 3 



o / N(CHa)2 



I H \=/ 



CH 3 

-CH- 
I 

CH 3 



9 



CH 3 H H 



CH 3 
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Table 1.5 6 



Compd. R S-(CH 2 ) r 
No. Pr ' 



k m n chirality "R 3 



■(CH 2 )p^-(CH 2 )5-G-R 
R 5 



-□6 



606 Ci-i >-CH 2 - 2 2 



607 Ci-4 >-CH 2 - 2 2 



608 Ci-4>CH 2 - 2 2 



609 Ci-<(~)-CH 2 - 2 2 

610 Ci-^5>-CH 2 - 2 2 



611 C(-\>-CH 2 - 2 2 



612 Ch-6^-CH 2 - 2 2 



613 o-{^-CH 2 - 2 2 



614 CI-{~)-CH 2 - 2 2 



615 Cf-\>-CH 2 - 2 2 



616 ci-{ >-ch 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



V A*. 




CH 3 



CH 3 

-<\*^° v-s 

CH 3 

CH3 H3C 

CH 3 H 3 C 
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Table 1.5 7 



C °NT d ' R^ (CHz) r" k m n chiral »y r 3 



-(CHaJptfCH^G-R 6 



617 ci— I >-CH 2 - 2 2 1 



618 Ci— i /Vch 2 - 2 2 1 



619 C 



f-(j-CH 2 « 2 2 1 



620 Cr-\ /-ch 2 - 2 2 1 



621 Ch-< >-CH 2 - 2 2 1 



622 ct~< >-CH 2 - 2 2 1 



623 Ch-< )^CH 2 - 2 2 1 



624 a-Q-CH 2 - 2 2 1 



625 Cr-< >-CH 2 - 2 2 1 



626 ct-\ >-ch 2 - 2 2 1 



627 cr-i >-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



CH 3 



P F 3 



-CH- 
I 

CH(CH 3 ) 2 



I H W/ 
CH(CH 3 ) 2 



CN 



Br 



CI 



| H \=/ 
CH(CH 3 ) 2 

O / 

| H V=/ 
CH(CH 3 ) 2 

O , N < CH 3>2 
CH(CH 3 ) 2 



| H \=/ 
CH(CH 3 ) 2 

O / 

»K3 



-CH- 
I 

CH(CH 3 ) 2 



9 w NHz 



CH(CH 3 ) 2 



FbC 



-CH-N-C- 
I H 

CH(CH 3 )2 CF 3 

O ,°CH 2 CH 3 

I H \=/ 
CH(CH 3 ) 2 
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Table 1.58 

Compd. R S_ (C H 2 ) r k m n chirality R 3 ~(CH 2 )pf-(CH 2 )5-G-R e 
No. Pr r 5 

Q C0 2 CH 3 



628 Ci-\J-CH 2 - 2 2 1- H -CH- 

CH(CH 3 ) 2 

629 C»-^7)-CH 2 - 2 2 1 - H -^^^-^3 



R CF 3 



I 

CH(CH 3 ) 2 



,OCF 3 



630 Ci-(^-CH 2 - 2 2 1 H 



I 

CH(CH 3 ) 2 



631 ci-hQ^ch 2 - 2 2 1 - H -^K" 0- ^ 

CH(CH 3 ) 2 CF 3 

632 ci-0-ch 2 - 2 2 1 H -^[t^-^ 

CH(CH 3 ) 2 CF 3 

o F c - 

-CH-N-C-<f> 



633 ct-\_y-CH 2 - 2 2 1 H 

634 Ch-0" CH2 " 2 2 1 - H -CH-N-C^Q-F 



CH(CH 3 ) 2 F 

P p 3 



CH(CH 3 ) 2 

HQ CH(CH 3 ) 2 



H -CH-N-C-<f> 
| H N=/ 
CH(CH 3 ) 2 • 



635 -Ci-^^-CH 2 - 2 2 1- 

636 a-£)-CH 2 - 2 2 1 H -^£^(3 



CH(CH 3 ) 2 
O 



CF 3 



637 Ct -<~>-CH 2 - 2 2 1,- H -^C-CS 

CH(CH 3 ) 2 

638 ChhQhch 2 - 2 2 1 - H "CH-^chQ-cn 

CH(CH 3 ) 2 
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Table 1.5 9 



(CH 2 fe-G-R 6 



C NT d ' R^" (CH2)r k m n Chira,ity R3 ~(CH 2 )pT7 

639 CI-hQ-CH 2 - 2 2 1 H -CH-N-C-^^-N(CH 3 ) 2 

CH(CH 3 ) 2 

640 C(-^)-CH 2 - 2 2 1 - H -CH-t*C^Q^OCH 3 

CH(CH 3 ) 2 

641 CI-^-CH 2 - 2 2 1 - H -CH-£C^3-C0 2 CH 3 

CH(CH 3 ) 2 

_ O o ^ =s ^ 

642 C^Q^-CH 2 - 2 2 1 H -fH-N-C-Q-C^Q> 

CH(CH 3 ) 2 

643 C1-h(~)-CH 2 - 2 2 1 - H -CH-n-C-hQ-CF 3 

CH(CH 3 ) 2 

O 

644 CH-Q-CH 2 - 2 2 1 H -Cf+N-C^(3-C(CH3) 3 

CH(CH 3 ) 2 

645 C«-(~)-CH 2 - 2 2 1 - H -"CH-N-C-O - "" 2 

CH(CH 3 ) 2 

_ O : 

646 CHhQ-CH 2 - 2 2 1- H -CH-N-C-Q-CH 2 OH 

CH(CH 3 ) 2 

O O 

647 C1-hQhCH 2 - 2 2 1 H -ch-N-C-^-C-CH 3 

CH(CH 3 ) 2 

O 

648 ohQ>-ch 2 - 2 2 1 - H -ch-n-c^3- ch(ch ^ 

, CH(CH 3 ) 2 

649 0-Q>~CH 2 - .221 - H -<j!H-tvfC-<(3-OCH(CH 3 ) 2 

CH(CH 3 ) 2 
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Table 1.60 



7 9 



Co ™ pd ' R 2>< CH 2)r 



No. R 



k m n chirality 



1CH 2 )pt(CH 2 ^G-R 
R 5 



-Q6 



CH 2 - 2 2 



651 C\-\ >~ch 2 - 2 2 



652 ci 



CH 2 - 2 2 



653 CI ^C^ 



654 Ci 



655 Ci 



656 Ci 



-o- 



ch 2 - 2 2 



CH 2 - 2 2 



ch 2 - 2 2 



ch 2 - 2 2 



657 o-^)>-CH 2 - 2 2 

658 0-^^-CH 2 - 2 2 



659 C 



660 Ci 



CH 2 - 2 2 



CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH-N-C- 
| H \=/ 
CH(CH 3 )^ 



CH(CH 3 ) 2 



CHCH 3 



9 



CH(CH 3 ) 2 



P 



(j; H- n- c— ° (CH 2) * c H 3 



CH(CH3) 2 



CH(CH 3 ) 2 
CH(CH 3 )2 
CH(CH 3 ) 2 

CH(CH 3 ) 2 



? 



CH(CH 3 ) 2 

! H NO, 
CH(CH 3 ) 2 2 



9 

CH(CH 3 ) 2 
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Table 1.6 1 



C °Nk. Pd ' R^~ (Ch2)r k m n chirality R 3 -(CH 2 )^ 



-Q6 



(CH 2 )p-H(CH 2 )q-G-R 
R 5 



661 CI-<Q>-ch 2 - 2 2 



662 Ch\_/-CH2- 2 2 



663 ci-<(~)-CH 2 - 2 2 



664 ci-{~^-CH 2 - 2 2 



665 Ci-(~)-CH 2 - 2 2 



i-^~)" CH2 " 2 2 



666 Ci 



667 a-\ }-CH 2 - 2 2 



668 C 



-o- 



CH 2 - 2 2 



669 Ch-<O^CH 2 - 2 2 



670 O-i )-CH 2 - 2 2 



671 Ch-4>-CH r 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH(CH 3 ) 2 OCH 3 




-9 1 iK 

I H ^XH 3 
CH(CH 3 ) 2 3 

CH(CH 3 ) 2 



?H 3 



-CK-N-C- 
T H ^ N Q 2 
CH(CH 3 ) 2 . 

CH(CH 3 ) 2 



9 

;h-n-c- 



_ CH 3 
-CH-N-C— f Jf 



CH(CH 3 ) 2 




CH(CH 3 ) 2 

— CH-M-C-^jl 
CH(CH 3 ) 2 CH 3 

CH(CH 3 ) 2 

-CH-N-C-/~1 
T OT^no 
CH(CH 3 ) 2 
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Table 1.62 



Compd. r S- (C h 2) k m n chirality 
No. 



-D6 



-(CH 2 )jrh-(CH 2 )5-G-R 
R 5 



672 C(-< )-CH 2 - 2 2 



i-0~ CH2 " 2 2 



673 c 



674 ct-< )-CH 2 - 2 2 



675 Ch-4 >-ch 2 - 2 2 



676 ci-£j-CH 2 - 2 2 



677 Ch-(~)^CH 2 - 2 2 



678 Ci-( >-CH 2 - 2 2 



679 Ch-(>-CH 2 - 2 2 



680 o-^^-CH 2 - 2 2 

681 Cl-(^}-CH 2 - 2 2 



682 Cl-^J-CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH(CH 3 ) 2 H 
C(CH 3 ) 2 



•CH-N-O 
T H 



CH(CH 3 ) 2 



9 



C(CH 3 ) 2 



CH 3 



CH(CH 3 ) 2 H 
CH(CH 3 ) 2 ch 3 



ff 



H 3 




-ch-n-c-< y 

J H 
CH(CH 3 ) 2 

CH(CH 3 ) 2 
-CH-Nt-C-^l 

• T h s-S r 

CH(CH 3 ) 2 



CH(CH 3 ) 2 



CH a 



9 

-CH-N- 
I H 
CH(CH 3 ) Z 



— CH-N-C — 

°X(CH 3 ) 3 
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Table 1.63 



Compd. R J>-(CH 2 )r 
No. ' 



k m n chirality R 3 



-q6 



R 5 



683 Cf-< >-CH 2 - 2 2 



684 ci-hQ>-ch 2 - 2 2 



685 ci-< >-ch 2 - 2 2 



686 ci-\ >-CH 2 - 2 2 



687 CH-Q^- 



CH,- 2 2 



688 C(-< >-CH 2 - 2 2 



689 CH-i. >-CH 2 - 2 2 



690 CH-4 }-CH 2 - 2 2 



691 Ci-( >~CH 2 - 2 2 



692 CH-4 >-CH 2 - 2 2 



693 Ci-\ >-CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



P 



CH(CH 3 ) 2 

9 



SCH 3 



t ch(c h h 3 ) 2 CH(CH3)2 

CH(CH 3 ) 2 £ 3 
O 

| H \=/ 
CH 2 CH(CH 3 ) 2 



-CH-N- 



o 

-CH-N-C 



-CH-N- 



O /^s 

0=3 

O ,CN 

k3 



Br 



O , N) C CH 3>2 

-CH-N-C-^3 



0 OCH 3 

K5 



-CH-N-. 



o 

c-0 
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Table 1.6 4 










Compd. R S-(CH 2 ) r 
No. FT ' 


k 


m n chirality 


R 3 


R 5 


694 Ci— <(~^-CH 2 - 


2 


2 1 


H 


' o PCH 2 CH3 


695 ci-(~)>-CH 2 - 


2 


2 1 


H 


O CO z CH 3 


696 Ch-(~)-CH 2 - 


2 


2 1 


H 


O / OCF 3 


697 ci— QhcHj- 


2 


2 1 


H 


O 


698 C\-^y~CH 2 - 


2 


2 1 


H 


O • 

- C H- fvh C-^V N < C H 3 >2 


699 ci-<Q>-CH 2 - 


2 


2 1 


H 


-CH-NhC-/^V* OCH 3 


700 Ct— ^^-CH 2 - 


2 


2 1 


H 


- C H- M- C-/~V- CO 2 C H 3 


701 CH- <^~^-CH 2 - 


2 


2 1 


H 


o o 

~CH-^C-/^-C-CH 3 


702 a-^y~CH 2 - 


2 


2 1 


H 


-CH-^C-/~~VcF 3 


703 CI-h^~^-ch 2 - 


2 


2 1 


H 


- C H- N- C-/~~V- CH(CH 3 ) 2 


/U4 CI — k ^— CM 2 - 


o 




H 


-ch-^c-/^V no 2 
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Table 1.69 



•8 8 



Compd. r \- ( ch> 
No. R 2/ ' 



k m n chirality R 3 



-d5 



'(CH 2 )pt-(CH 2 )5-G-R 
R 5 



749 c 



-O- 



ch 2 - 2 2 



750 ct-HQ>-CH 2 - 2 2 



751 Ci-\ /-CH 2 - 2 2 



752 Ch^> 

753 Ci-^K 



CH 2 - 2 2 



ch 2 - 2 2 



754 c 



755 ci 



CH 2 - 2 2 



756 Ch^> 

757 o-hQ- 



ch ? - 2 2 



CH 2 - 2 2 



ch 2 - 2 2 



758 c 



759 c 



CH 2 - 2 2 



CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 




CH 2 OH CF 3 



CN 



CH 2 OH 
CH 2 OH 
CH 2 OH 
CH 2 OH 
CH 2 OH 
CH 2 OH 
CH 2 OH 



Q OCH 2 CH 3 
O C0 2 CH 3 

v - 0CF ' 
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Table 1.70 



CO N m O Pd ' R> <CH2 'r 



k m n chirality R 3 



R- 



-(CH 2 )pi-(CH 2 )5-G-R 6 



760 Cl-^)~ CH 2" 2 2 



761 Ci 



CH 2 - 2 2 



762 Cf-<>-CH 2 - 2 2 



763 Ci-i >-CH 2 - 2 2 



764 CH-(~}-CH 2 - 2 2 



765 Ci 



CH 2 - 2 2 



766 Cf-4>-CH 2 - 2 2 



767 ci-\>-CH 2 - 2 2 



768 cl -(^- CH 2- 2 2 



769 Ci 



770 Ci 



CH 2 - 2 2 



CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-fH-JJ-C-Q 
CH 2 OH F 

CH 2 OH 

CH 2 OH 

CH 2 OH 

CH 3 

-f-[T c -0 

CH 3 
CH 3 



CH 3 

-c-n-c-O 

CH 3 



CH 3 



.OCF, 



-?-{r c -Q 



£^3 



CH 3 
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Table 1.72 



R 1 

Compd. "\_ (C h 2) k m n chirality R 3 
No. 



~(CH 2 )ptV( 



-Q6 



"(CH 2 )p-t-(CH 2 )5-G-R 
R 5 



782 Ct-Q^ 



CH,- 2 2 



783 Ct-^)>~ CH2 " 2 2 



784 ci-\>-ch 2 - 2 2 



785 Ch{> 

786 Ci-^)- 



CH 2 - 2 2 



CH 2 - 2 2 



787 ci-\>CH 2 - 2 2 



788 <>-(">- 



CH 2 - 2 2 



789 ci-^~)-CH 2 - 2 2 



790 C 



-o- 



CH 2 - 2 2 



791 >-CH 2 - 2 2 



792 ch( >-ch 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH 3 
CH 3 
CH 3 

CH 3 oCH 3 



H 2 C — CH 2 



i?_y=< CH3 



7\-rr c - 

H 2 C — CH 2 
H 2 C — CH 2 

/\ H 
H2C — Ofe 

H 2 C"" -— CH 2 



H 2 C CH 2 

p /-< 0CF; 



— C — N- 

A H 

H 2 C— CH : 
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Table 1.7 3 



Compd. R h^(CH 2 ) r 
No. Pr ' 



k m n chirafity R 3 



~(CH 2 )J-( 



-(CHsJp-f-CCH^G-R 6 
R 



793 ci-hQ>-ch 2 - 2 2 



794 Ci-h( >-CH 2 - 2 2 



795 ci-iVcH;,- 2 2 



796 chhQk 



ch 2 - 2 2 



797 ch1J-ch 2 - 2 2 



798 chhQh- 



Ch 2 - 2 2 



799 ch-Qh-CH 2 - 2 2 



800 Ch-{ >-CH 2 - 2 2 



801 Cl— (_}-CH 2 - 2 2 



802 Cl-<>-CH 2 - 2 2 



803 Ci-^J-CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH 2 

-A~H"°-Q 

H 2 C — CH 2 F 
P/-V 



H 2 C CH 2 



P 



C— N-C-/1 
A S^ SCH3 



H 2 C CH 2 
H 2 C — CH 2 




C(CH 3 ) 3 



IK* 

H2C — CH 2 



H 2 C CH 2 




CH 3 



9 / N °2 



H2C CH 2 



H 2 C CH 2 



H 2 C CH 2 
H 2 C CH 2 



pCH 2 CH 3 
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Table 1.74 



R 1 T 

C ° N ^ pd - R2 >< CH 2)r k m n chirality > -(^^(CH^G-R 6 

R 



806 Ci-<. >-CH 2 - 2 2 1- H 



807 >-CH 2 - 2 2 1 H 



812 CH\ >-CH 2 - 2 2 1 



9 W CF: 



3 



804 Cl-(~^- CH 2- 2 2 1 - H -C^-N-C-CH 2 -Q 

H 2 C C H 2 

805 Chn(^-CH 2 - 2 2 1 H ~/ Q ^h C ~^} 

H 2 C — CH 2 OCH 3 

-ft-s-°-0 

H 2 C — CH 2 

O H 

O 

808 Ct-(~~)~CH 2 - 2 2 1 H ""|^h°"0 



o 



809 a-\ >-CH 2 - 2 2 1 - H "f^ 

W (CH 2 ) r C-NH 2 

o 

810 Ct-nT'VcH^ 2 2 1 - H" "f^H 0 

(CH 2 )rff-NH2 

o 

9 p 




811 ch^Q^ch,- 2 2 1 H -f-* c -V> NO * 



o 



<CH 2 ) r £-NH 2 3 
O 



813 ch(>ch 2 - 2 2 1 - H -^J-<>CF 3 



<CH 2 ) 2 -£-NH 2 
O 



? ^=< OCF3 



814 Ci-0- CH 2- 2 2 1 - H "f^H 0 \J 



o 
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Table 1.75 



C NT d ' r2>" (CH2) ^ k m n Chirali, y R3 ~(CH 2 )p^-(CH 2 )^G-R 



-06 



;h ~0*~ cH2 " 2 2 1 



1 7 ci-^~^-CH 2 - 2 2 1 



823 o-^~)-CH 2 - 2 2 1 



H 



824 Cl-<>-CH 2 - 2 2 1 - H 



825 a-C >ch 2 - 2 2 1 h 



9 pF3 



815 Cl-^VcH 2 - 2 2 1 - H 



o 
9 

816 CK\ ^CH 2 - 2 2 1- H "f^ C ~\-/ 

(CH 2 ) 2 -C-NH2 
O 



817 CK\ #-CH 2 - 2 2 1 H f^-X 

(CH 2 ) r C-NH2 
O 

818 CHf>CH 2 - 2 2 1 H -^ c ~0 

(CH 2 ) r C-NH2 
O 



819 C^O~ CH 2- 2 2 1 H "f*"H^X- 



o 

9 /=\ 



820 ChY~Vch 2 - 2 2 1 - H f*"ff°~O" N0 » 

<CH 2 ) 2 -£-NH 2 

o 



821 ci-^^-CH 2 - 2 2 1 - H -f^C-^Jh 01 



CH 2 OCH 3 



822 C^Q^CH 2 - 2 2 1 H -<f*-tt-cKJ 



CH 2 OCH 3 




C(CH 3 ) 3 
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Table 1.7 6 



Compd. R V(CH 2 )r 
No. Pr ' 



k m n chirality 



-(CH 2 )J-( 



-d6 



-(CH 2 ) r h-(CH 2 ) T G-R 
R 5 



826 Cr-Q>-CH 2 - 2 2 



827 Ct-\ ycH z - 2 2 



828 a-^(~)-CH 2 - 2 2 

829 ch-^^-CH 2 - 2 2 



830 ci 



831 ci 



832 . O 



833 Or 



ch 2 - 2 2 



CH 2 - 2 2 



CH 2 - 2 2 



CH 2 - 2 2 



834 a-<~> 



835 Ci 



836 Ci 



CH 2 - 2 2 



CH 2 - 2 2 



CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 




CH 3 



P 

-cj:h-m-c 

CH 2 OCH 3 

• H vs 

CH 2 OCH 3 



,OCF 3 



i? 

-c- 

CH 2 OCH 3 



CH 2 OCH 3 : F 



-CH-j^C-H^J-F 



Br 



ff 

-c- 

CH 2 OCH 3 

-CH-N-C^ 
CH 2 OCH 3 

- < f K -S"°-<_> 

CH 2 OCH 3 

-f H -tr c K_> 

CH 2 OCH 3 

-<j: H- N- C-^^- CF 3 
CH 2 OCH 3 



9 



CH 2 OCH 3 



CH 2 OCH 3 



,CH 3 
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Table 1.77 



Compd. r V^(ch 2 ), 
No. Pr 1 



f~ k m n chirality R 3 



-(CH 2 )p^-(CH 2 )^G-R 
R 5 



-□6 



837 Ci-< >-CH 2 - 2 2 1 



838 °^\^J^ 

839 Ci-O^- 



ch 2 - 2 2 1 



CH 2 - 2 2 1 



H 



H 



CH 2 OCH 3 

Q / OCH 2 CH 3 



OCH 3 



CH 2 OCH 3 

-<j: h- ^C-h^_^- QC H 3 
CH 2 OCH 3 OCH 3 



840 Ct-< >-CH 2 - 2 2 1 



H - (CH2)3 -c^ 



841 CI-Qkch 2 - 2 2 1 



H 



-(CH 2 ) 2 -C-Q> 



842 ci-<>-CH 2 - 2 2 1 



H _ (CH2)2 _c-^^-CI 



843 0-^~)-CH 2 - 2 2 1 



H 



O P H * 
H 3 C 



-(CH 2 ) 2 - 



844 CJ-^~)-CH 2 - 2 2 1 



H 



-(CH 2 ) 2 - 



CH, 



845 ch^> 



ch 2 - 2 2 1 



H 



o p 

-(CH 2 ) 2 -C-(3-S-CH 3 



846 Ct-\ >-CH 2 - 2 2 1 



H -(C»2)2-C-{^~0-\_J 



847 Ci-0- CH 2- 2 2 1 



H 



-(CH 2 ) 2 - 



rl<S- 



OCHn 
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Table 1.78 



Compd. R ^ (C H 2 ) r k m n chirality R 3 -(CH 2 )^(CH 2 )^G-R 6 



No. R 



848 o-^(~}-ch 2 - 2 2 1 



849 Ch-{^CH 2 - 2 2 1 



850 ci-Q^ch 2 - 2 2 1 



H 



H 



-(CH 2 } 2 -C-^3^ CH3 
H 3 C 

OCH 3 

-(CH 2 ) 2 - 

H 3 CO 



-CH 2 -S-^^-CH 3 



851 ci 



852 c 



i-^)-C» 2 - 2 2 1 
mQ>-CH 2 - 2 2 1 



H 



O 3 

-ch 2 -*c-£hQ 

- CH 2 - N-C - N-<>~ CF 3 
H H >=/ 



853 ct-xhc"*- 2 2 1 



H 



854 C*\)- CH 2- 2 2 1 



H 



-CH 2 « 



o CH:] 



855 Ci-hQ>-ch 2 - 2 2 1 



H 



-CH 2 -N-C-NJ-^)- CH 3 



856 ci-(~)-CH 2 - 2 2 1 



857 ci-(3- CH 2- 2 2 1 

858 ci-Q>-ch 2 - 2 2 1 



H 



H 



H 



-CH 2 



C-CH 3 



OCH 3 



-CH 2 -N"C-M-^)-OCH3 
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Table 1.79 

n1 - R 4 

Compd. a ^ (CH2)j _ k m n chirality R 3 -(CH 2 fe-f-(CH 2 )5-G-R 6 

No. R p5 

859 0-<>-CH 2 - 2 2 1 H _ CH2 _^.„_^ C 

860 Cf— ^3"CH 2 - 2 2 1 - H 



o P N 

II /=\ 



-CH 2 -N-C-N-^ 

s 

861 Cf-^^-CH 2 - 2 2 1 - H _ CH2 _^.c-N-^^ 

s 

862 Ct-\J-CH 2 - 2 2 1 - H _ C h 2 -n-c-N-^^-CH3 



OCH 3 



863 a-£)-CH a - 2 2 1 - H _ CHz _^.n_^ 

5 

864 o-^(~)--ch 2 - 2 2 1 - H - ch 2-^-^Qhoch 3 

865 c*-hQ~ch 2 - 2 2 1 H - CH 2-^|-C=)~ CH3 



o 

6 

CF 3 



866 Cr-Q~CH 2 - 2 2 1 H ' - CH 2-|*ih(3 



867 O-^ /-CH 2 - 2 2 1 H -CH 2 

" o 



H o w 



o , CF ' 



868 Cf-(~~)-CH 2 - 2 2 1 - H -CH 2 -N-S-Q-CH 2 CH 3 



CF 3 

O 

n 

0 

o 



869 Ct-^jH CH 2 - 2 2 1 H - CH 2 - Nr 



CH(CH 3 ) 2 
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Table 1.8 0 



Compd. 
No. 


" 2 y<cH 2 ) r 


k 


m 


n chirality 


'r 3 


-(CHa^fCH^G-R 6 

ri 


870 




2 


2 


1 


H 




871 


Cl— (~^-CH 2 - 


2 


2 


1 


H 


- OH 2 - S-<Q>-(CH 2 )3CH3 


872 


CI-^7)^CH 2 - 


2 


2 


1 


H 




873 


CI-{~)-CH 2 - 


2 


2 


1 


H 


-CH 2 -N-C-OCH 2 ^J> 


874 




2 


2 


1 


H 


-CH-O-C-N-^ 


875 


0" CH2_ 


2 


2 


1 


H 


o 

-CH 2 -N-C-Q 


876 


Br-^~^-CH 2 - 


2 


2 


1 


H 


-CH 2 -N-C-(3 


877 


NC-^^-CH 2 - 


2 


2 


1 


H 


O , CF 3 


878 


o 2 n-hQ>-ch 2 - 


2 


2 


1 


H 


9 /-< CF3 

-CH 2 -N-£hQ 
n 


879 




2 


2 


1 


H 


O v CF 3 
-CH 2 -Nf-C-<Q 


880 


^-CH 2 - 


2 


2 


1 


H 


o , CF > 

-CH 2 -N-C-Q 
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Table 1.82 



pi 

Compd. \-(CH 2 )j- k m n chirality 
No. Pr ' 



-06 



-(CH 2 )p-h-(CH 2 )q-G-R 
R 



892 



894 



895 



896 



899 



901 



902 



h 3 CO 



CHi 



0 2 N 

893 rv-cH 5 



HQ CH 3 

■CH 2 - 
CH 3 



HO CH 



o 



CN 



CH 2 



CH 2 - 



OCH3 



CH- 



0,N 



0- 

0 2 N 



2 2 



2 2 



2 2 



(CH 2 ) 2 - 2 2 



2 2 



H0 2 C 

897 >=\ 2 2 



898 ho 2 C-<(~)-ch 2 - 2 2 



2 2 



900 h 3 co 2 c-(>-ch 2 - 2 2 



2 2 



ch 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 



O , CF > 



O , CF > 

"CH 2 -N-C-<Q 



-CH 2 - 



-CH 2 - 



O 

o , CF ' 



o P F > 

-CH 2 -N-C-^^ 



■CH 2 - 



O , CF 3 



9 w CFa 

-CH 2 -N-C^Q 

O , CF ' 

O , CF > 
-CH 2 -N-C-^ 

o • , CF > 

-CH 2 -N»-C-(3 
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Table 1.8 3 



C °Nk> Pd ' Ra^" (CH2)r k m n chirality R 3 -(CH 2 )^(CH 2 )q-G-R 
R 

h 3 co CF3 



903 



904 



905 



911 



912 



OCH3 

HQ 



^-CH 2 - 2 2 1 - H -CHr^K^ 

° 2K |>-CH 2 - 2 2 1 H _ CHa _ N .?_#-i 



907 /=v^T 2 2 1 H 

^_y-CH(CH 2 ) 2 - 

908 0~£{" C >=v 2 2 1 H 

CH,- 



909 A-^^T)-ch 2 - 2 2 1 H 



cf 3 

H W> 

CF 3 



906 (>-(CH 2 ) 3 - 2 2 1 H _ CH2 _^_^5 



CF 3 



-CH 



O , CF 3 



CI o PF. 



910 C H<>CH 2 - 2 2 1 H _ CHr 



"3 



Cl O / CF ^ 

^-ch 2 - 2 2 1 - h -ch 2 -.c<5 

0-ch 2 - 2 2 1 h -ch 2 ^c-Q 

Br 

913 h 3 cohQ-ch 2 - 2 2 1 - h _ C H 2 _^?^ 3 
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Table 1.84 



Compd. R V (CH2) k m n chjrality R 3 
No. Fr 



X. 



-p6 



-(CHaJ^f-CCH^G-R 
R 



915 



916 



917 



919 



920 



922 



923 





2 


2 


1 


H 


O , CF 3 
H \=/ 


CHCH 2 - 


2 


2 


1 


H 


2 H \=/ 




2 


2 


1 


H 


H \=/ 


0- cH2_ 


2 


2 


1 


H 


O , CF 3 

-CH 2 -N-C-f> 
H \=/ 


HjCOjC-CHj-Q-OV 


2 


2 


1 


H 


H \=/ 


H 3 CH (D~ CH 2" 


2 


2 


1 


H 


O 

— CHo- N- C— 

2 H \=/ 


OCF 3 

\ >/ 2 


2 


2 


1 


H 


O , CF ' 

-CH 2 -N-C-Y? 
H \=/ 


* — r >- CH 2 - 


2 


2 


1 


H 


O , CF 3 

~ CH 2"{|' C ~\_/ 


[>-CH 2 - 


2 


2 


1 


H 


_ C H 2 -j^^Q 


Q 

ci -0" ck ~ 


2 


2 


1 


H 


O , CF 3 
-CH 2 -M-CH0 


*° . 

H 2 N-C 

0-CH 2 - 


2 


2 


1 


H 


-CHa-N-C-Q 
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Compd 
No. 




k 


m n chirality 


R 3 


(CH 2 ) F ? r (CH 2 ) r G R 6 
R 5 


925 


H 2 N-C— ^J>-CH 2 - 


2 


2 1 


H 


^ CF3 


926 




2 


2 1 


H 




927 


F 3 CC) 

0- cH2_ 


2 


2 1 

* 


H 


_ CH2 -nm^Q 


928 


F 3 CO-<£^-CH 2 - 


2 


2 1 


H 




929 


H 3 C&-^^-CH 2 - 


2 


2 1 


H 


.CH^M-C-^ 


930 


,CH 3 

Qh-ch 2 - 


2 


2 1 


H 




931 


^-CH 2 - 


2 


2 1 


H 




932 


CI ~^5~ CH2 ~ 


2 


2 1 


H 




933 




2 


2 1 


H 




934 


(3"CH 2 - 


2 


2 1 


H 


^ CF3 


935 


Qkch 2 - 


o 


0 1 


1 1 

H 


_ CH2 -N-C-Q 
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Table 1.86 



Compd. R S_ (C !-l 2 ) r k m n chirality R 3 ~(CH 2 )J- 
No. Fr ~ s 



-06 



(CH 2 )p-h-(CH 2 )q-G-R 
R 5 



936 



N0 2 
CH 2 - 



2 2 1 



937 (h 3 c) 2 n-{^-ch 2 - 2 2 1 



938 



940 



941 



0 2 N_ 

Ch-^^-CH 2 - 



CH 2 - 



CH 2 - 



2 2 1 



939 /=\ 2 2 1 



2 2 1 



2 2 1 



942 Ci-4 >-CH 2 - 2 2 1 



943 CJ-< )-CH 2 - 14 0 



944 Ci-^~^-CH 2 - 1 4 0 

945 a-Q-CHz- 14 0 



946 Cl-< >-CH 2 - 1 4 0 



H 



H 



H 



H 



H 



H 



H 



H 



9 

-CH2-N-C 



- CH *-K-Hl5 



P"=3 



O , CF 3 

I H W 
CH(CH 3 ) 2 CF 3 



-CH 2 - 



H N=/ 



-CH 



,CH 3 



NO, 



-CH 2 -W-C-^ 
-(CH 2 ) 2 -N-C-Q-N0 2 
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Table 1.87 



Compd. R S_ (C H 2 ) r k m n chirality R 3 -(CH 2 J-(CH 2 b-G-R 6 



No. R 



947 ct-<(~)-CH 2 - 1 4 0 



H 



pi '2/q 
R 5 



-(CH 2 ) 2 -fsHC-H( V-OCH 3 



948 c^-^5>-CH 2 - 1 4 0 



H 



P y-f 



-(CH 2 )3-C-^J 



949 Ct-<>-CH2- 1 4 0 



H 



P 



-(CH 2 ) 3 -C-N-CH 2 -<Q> 



950 Ct-Q-CH 2 - 0 4 1 



H 



-CH 2 -N-C-<Q 



951 C 



t-^^-c^- 12 0 R 



H 



9 ^ 9 



-CHa-N-C-^^-O-C- CH 3 



952 c*-4_>~ch 2 - 12 0 R 



H 



— CHa-N-C-^^— N(CH 3 ) 2 



953 cj-hQ)-ch 2 - 1 2 0 R h -(CH 2 )2-jsj-c--^^--n(ch3) 2 



954 o-^~^-ch 2 - 12 0 R 



955 ci-^~)-ch 2 - 12 0 R 

956 Cr-^~)-CH 2 - 12 0 R 



H 



H 



H 



h 3 c-nh 

H 3 C-NH 
i? 

-(CH 2 ) 2 -N-C 



HO 



957 ci-<Vch 2 - 12 0 R 



9 



OH 
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Table 1.88 



Compd. 
No. 




k m 


n 


chirality 


R 3 


(CHa^CCH^G R 6 
R s 


958 


Cf-<Q)-CH 2 - 


1 2 


0 


R 


H 


-(CH^a-N-C-^J 


959 


CI-G^-CH 2 - 


1 2 


0 


R 


H 


— C Ha- N- OH^^— C H 3 


960 


CI-(~)-CH 2 - 


1 2 


0 


R 


H 


-(CHjIrN-CnQ-N-C- CH 3 


961 


CI-^Q^-CH 2 - 


1 2 


0 


R 


H 


-CH2-N|-C-h^- N-C H 3 


962 


CI-<Q^CH 2 - 


1 2 


0 


R 


H 


-(CH 2 )2-N-C-^^-W-CH 3 


963 


C^-^^-CH 2 - 


1 2 


0 


R 


H 


-(CH 2 ) 4 -N-O r ^J-OH 


964 


CI-^^-CH 2 - 


1 2 


0 


R 


H 


— CHa- N-C-^y~ C0 2 CH 3 


965 


C!-^^-CH 2 - 


1 2 


0 


R 


H 


p 

-(CH 2 )2-N-C-<^y- CO 2 CH 3 


966 


CI-^^-CH 2 - 


1 2 


0 


R 


H 


-CHa-N-O-^^-C-CHa 


967 


Ct ~0~ CH2 " 


1 2 


0 


R 


H 


-(CH 2 ) 2 -N-C-( = J-C-CH3 


968 


C(-^^-CH 2 - 


1 2 


0 


R 


H 


-CHa-N-C-^^NH 
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R 1 

C °Nk) Pd R ^^ CH2 ^~ k m n chiralit y R3 -(CH 2 ^iY(CH 2 )q-G-R 6 



969 


Ct-0"CH 2 - 


1 2 


0 


R 


H 


-(CH 2 )rN-CHTpjH 


970 


Ct~(~)-CH2- 


1 2 


0 


R 


H 


p .N(CH 3 ) 2 


971 


o-(3~ CH2 " 


1 2 


0 


R 


H 


p .N(CH 3 ) 2 
-{CH 2 ) 2 -N-C-H^J 


972 


C,_ 0" CH ^ 


1 2 


0 


R 


H 




973 


ci-hQ>-ch 2 - 


1 2 


0 


R 


H 


-(CH^N-C-^J 


974 


ci -0" chz " 


1 2 


0 


R 


H 


-CHj- j^-O-H^^- NH 2 


975 


Ct-nQ>-CH 2 - 


1 2 


0 


R 


H 


-{CH 2 )2- NJ-C-^^- NH 2 


976 


CI-Q^CH 2 - 


1 2 


0 


R 


H 




977 


CI-\_/-CH 2 - 


1 2 


0 


R 


H 


-(CH^j-N-C-/ - ^ 


978 




1 2 


0 


R 


H 


-chj-n-chQ-nh 


979 


0-^^-CH 2 - 


1 2 


0 


R 


H 


-(CH 2)z -Nf-C^Q-NH 
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Table 1.9 0 



Compd. R S-(CH 2 )i 
No. 2| 



980 ct-i >-CH 2 - 12 0 R 



981 Ci-i >-CH 2 - 12 0 R 



982 Ci-< >-CH 2 - 12 0 R 



983 ct-i >-ch 2 - 12 0 R 



=-0- 



984 ct— { >-CH 2 - 12 0 R 



H 



H 



H 



H 



k m n chirality R 3 -(CH 2 ^T-(CH 2 )q-G-R 



:- D 6 



fi> 

q HN-C-CH a 
-CHa-N-C^-^ 



-(CH 2 )2- 



HN-C-CX3 



9 



(H 3 C) 2 N 



-(CH 2 ) 2 - 

(H 3 C)2N 



— CHj-N-C-^^-CHaOH 



986 



985 Ct-i >-CH 2 - 12 0 R 



6 



2 0 R 



987 ^ 2 2 1 



988 Ct-^^>-CH 2 - 1 4 0 



989 c\-i }-CH 2 - 1 4 0 



H 



H 



H 



H 



H 



-<CH2)2— N-C— CH 2° H 



-CH 2 -N-C- w 



.CF, 



-CH 



- ch *-£- c_ 0 

-CH 2 -N-C-C-CH 2 -^_^ 



990 ci-^^-ch 2 - 1 4 0 



H 



9 
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Table 1.91 



Compd. R V- (C H 2 ) r k m n chirality R 3 -(CH 2 )J— (CH 2 )q-G-R 
No. PT " ° 5 



R 5 



:-o6 



991 Cl-( yCH z - 1 4 0 



H 



9 y-v 
-(CH 2 ) 2 -C-^_J> 



992 C 



CH 2 - 1 4 0 



H 



9 



OCH 3 



-(CH 2 )2-C-4 >-OCH 3 



993 Ci 



«-0"CH a - 1 4 0 



H 



H 3 C 



CH 3 



994 ci-\>-CH 2 - 1 4 0 



H 



-(CH 2 )3-C-^J> 



995 Ci-\>-CH 2 - 1 4 0 



H 



9 /=v 
-(CH 2 )3-C-^_^-OCH 3 



996 ci-(>-CH 2 - 1 4 0 



H 



9 n=( CH3 

-(CH 2 )3-C-N-^^ 



997 Ct-{^j>-CH 2 - 2 2 1 



1000 



998 ci-4>-CH 2 - 2 2 1 



999 Ct-\>-CH 2 - 2 2 1 



Cl-^j>-CH 2 - 2 2 1 



1001 Cl-C">-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



CH 2 CH(CH 3 ) 2 



CH 2 CH(CHj) 2 



.CF a 



CH 2 CH(CBj) 2 



CHsCKCHafe 



pCH 3 



9 M 

CH,CH(CHi} 2 ' 



,OCH 2 CH 3 
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Table 1-92 



111 



Compd. R V(CH 2 ) r k m n chirality 
No. Pk 



"(CH 2 )p?-(CH 2 )^G-R 6 



1002 c^-Q^CH 2 - 2 2 

1003 c»-^Q^CH 2 - 2 2 

1004 Ci— {^~CH 2 - 2 2 

1005 Ch-^^- CH 2 - 2 2 



1006 Cl-< >CH 2 - 2 2 



1007 Cf-Q-CH 2 - 2 2 



1 008 C 



1009 C 



CH 2 - 2 2 



CH 2 - 2 2 



1010 Ct-<(^-CH 2 - 2 2 



1011 Ci 



1012 O 



CH 2 - 2 2 



CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



Cp PCF 3 
— (jTH-N-G 

CH 2 CH(CH3)2 . 

O QH 2 CK3 

CH 2 CH(CHj) 2 

o / OCH3 

CH 2 CHCCH 3 )2 OCH 3 
O _/ OCH 3 
-^H-jj-fi-^^-OCH. 
CH 2 CH(CKj) 2 OCH3 

PCH2CH3 



9 /H 

— <j;h- ^ c ~\_/-- 00 H 2 CH 3 

CH 2 CH(CH3) 2 

O yOChfeCHa 
— CH- W"C-^V- OC H 2 CH 3 
CH 2 CKCH 3 ) 2 OCHjCHa 



(CH 2 ) 2 -£-NH 2 
O 



o 



OCH a 



? 

— (jTH-N-C 

(CH 2 )2HJ-NH 2 
O 



OCH2CH3 



CK2CH 3 



O 

2 pCH3 

-<j:h-n-c- 
o 
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Table 1.93 



Compd. R V(CH 2 ) r k m n chirality 

No. 



~q6 



5-t7(CH 2 )g-G-R 
R 5 



101 



3 c *-0~ 



ch 2 - 2 2 1 



1014 cj-4>-ch 2 - 2 2 1 



1015 Ch-^^CH 2 - 2 2 1 

1 01 6 Ch-^^-CH 2 - 2 2 0 



H 



H 



H 



H 



OCH 3 
OCH 3 



OCH 2 CH 3 
OCH2CH3 



(CH 2 )r^-NH2 OCH3 

o 

(CH 2 )2-<J.NH 2 
O 

O .OCH 2 CH 3 

— yH-r^c-^^— OCH2CH3 

(CH2)2HJ-NH 2 OO^CH-, 
O 

^ CF3 



1017 c: 



CH 2 - 2 2 0 



H 



1018 Cl-(~)-CH 2 - 2 2 1 



1019 C 



1 020 

1 021 a-Q- 



CH 2 - 2 2 1 



CH,- 2 2 1 



CH,- 2 2 1 



1022 C 



1 023 Ci 



CH,- 2 2 1 



CH 2 - 2 2 1 



H 



H 



H 



H 



H 



— CH 2 — N-C-^^^-OCH 2 CH3 

9 _/ OCH 2 CH 3 
- C H 2 — N- C~^~V- OC H 2 C H 3 
OCH 2 CH 3 

9 / OCH 2 CH 3 
~CH 2 -N-C-^^>-OCH3 

* y OCH 2 CF 3 
-CH 2 -^C-H0 
F 3 CCH 2 0 



OCH3 



CH 3 OCH3 
(S) 9 y CH 2 CH 3 

-<rH c -0 

CH 3 
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1 1 3 
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°°™ pd - o^>"( CH 2)r k m n chirality R 3 -(CH 2 )^(CH 2 )q-G-R 6 



1024 Ch-^_^-CH 2 - 2 2 1 H ~^^ C *A=( OCH3 



"^[t CH L/" ocl 

CH 3 OCH 3 

_ (S ) p OCH 2 CH 3 

1025 Ci— ^~) ) ~ CH2 ~ 2 2 1 - H ~^h C ~W" OCH2CH3 

CH 3 

_ • ( s) p OCH 2 CH 3 

1026 Ch-^]^-CH 2 - 2 2 1 H ~^H-N-C-^^^OCH 2 CH 3 

CH 3 OCH 2 CH 3 

1027 Ch^^-CH 2 - 2 2 1 h -^H-rvj-c-^Q)-oCH 3 

CH 3 

1028 ChHQn-cH 2 - 2 2 1 - ■ h ~^{f°^C3 

CH 3 OCH 2 CF 3 

_ (S) 9 OCH 2 CH 3 

1029 Ch-^^-CH 2 - 2 2 1- H ~^ H "^ C ""Q > 

CH 3 

-r 

CH 3 



1030 ci-^_^-CH 2 - 2 2 1 - H ~ < f H "^ c ~\ == / 



1031 a-£^-CH a - 2 2 1 H - f >H ~H°~^3 



CH-r 
1 » 

CH 3 



1032 Ch^_^CH 2 - 2 2 1 H -ChhN-O w 

CH 3 OCH3 



1033 Ch-^_^-CH a - 2 2 1 H -CH-fvj-C v 7 

CH 3 

1034 C»^\_/^ CH 2- 2 2 1 H -CH-^C-^VoCHa 



OCH 



CH 3 OCH 3 
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Table 1.9 5 



Compd. r S- (C h 2) k m n chirality R 3 
No. 



'(CHaJp^-CCH^G-R 6 
R 5 



1035 ci-(3" CH 2" 2 2 



1042 



1036 Ci-\)-CH 2 - 2 2 



1037 . C 



CH 2 - 2 2 



1038 Ci-Q" 0 " 2 " 2 2 

1039 Ct-^^-CH 2 - 2 2 



1040 Ct-C >-CH 2 - 2 2 



1041 ci-<>-CH 2 - 2 2 



C»-(~}-CH 2 - 2 2 



1 043 Ci-(~^- 



1 044 c 



1 045 Ci 



CH ? - 2 2 



CH 2 - 2 2 



CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH-C^C-H^J~OCH 2 CH 3 
CH 3 

-CH-j^C-^ = V° CH 2 CH 3 

CH 3 OCH 2 CH 3 
(fl) f PCH 2 CH 3 
.-CH-^C-h^^-OCH 3 
CH 3 

CH 3 OCH 2 CF 3 



CH 3 

P CF 3 

CH 3 
CH 3 

-CHa-N-C-^J 
H 2 N 

9 " Cl 



-CH 2 -^C-H0 
H 2 N 



9 /-< CH3 
. CH2 _^ C _Q 

H 2 N 

O / OCH3 



9i-C 

-CH^JJ-C-np 
H 2 N 
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Table 1.96 



115 



nl 

Compd. ">-(CH 2 ) r k m n chirality 
No. R 



_o6 



-(CH 2 )p-j-(CH 2 )p-G-R 
R 5 



1046 Ct-nQ>-CH 2 - 2 2 



1047 Cf-<Q-CH 2 - 2 2 



1048 C 



i-hQ-ch 2 - 



1051 C 



1 053 Cl ~(~)- 



1055 ci 



1056 ci 



~0 



2 2 



1049 CMl>CH 2 - 2 2 



1050 Ch^}-CH 2 - 2 2 



CH 2 - 2 2 



1052 CrHx^-CH 2 - 2 2 



CH 2 - 2 2 



1054 Ch-(~~)-CH 2 - 2 2 



CH 2 - 2 2 



CH 2 - 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CI 



H 2 N CI 



PH 3 



H >=<; 

H 2 N CH 3 
OCH 3 



-CH 2 — N-C-f VoCH 3 
H 2 N OCH3 

9 / CH 3 
-CH^O-Q 
H 2 N Br 

"{TV 

CH 2 CH(CH3) 2 OCH3 
(S) 9 / CH 2 CH 3 

CH 2 CH(CH3) 2 



OCH 3 



-OCH 3 
CH 2 CH(CH3)2 bCH 3 

-CH-N-C— ^^-OCHaC^ 
CH 2 CH(CH3) 2 
(S) 0 / OCH ^ CH 3 

CH 2 CH(CH3) 2 OCH 2 CH 3 

<a ff_^° H!CH3 

-CH-f^-C-^^-OCHa 
CH 2 CH(CH 3 ) 2 

( s) 9 ^ 2CFl 

-?»-ir c -Q 

CH 2 CH(CH 3 ) 2 0CH 2 CF 3 



^K-NJ-Of >-OCH 2 CH 3 
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1 1 6 



Table 1.97 



Compd. R S-(CH 2 )f 
No. ' 



j~ k m n chirality 



-(CH a ) F ¥-(CH 2 )5-G-R 



-□6 



057 ci-^}~ 



1 058 



CH,- 2 2 



1 059 C 



CH,- 2 2 



1060 cr-<>-CH 2 - 2 2 



1061 ci-\>-CH 2 - 2 2 



1062 0-\>-CH 2 - 2 2 



1 063 Ci 



CH 2 - 2 2 



1064 Ct-(~~)-CH 2 - 2 2 

1065 0-^^-CH 2 - 2 2 



1066 Ci-Q~ CH2 " 2 2 



1 067 C 



CH 2 - 2 2 



■ H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



i h \=/ 

CH 2 CH(CH3) 2 



" < f H "K" c "W 

CH 2 CH(CH 3 ) 2 



OCH 3 



PCF 3 



CH 2 CH(CH3) 2 

0 pCH 2 CH 3 

- c h- r*- c— ^ = ^- OC H 3 

CH 2 CH(CH3) 2 

. OCH 2 CF 3 

-CH- N-C—f > 

CH 2 CH(CH3) 2 OCH 2 CF 3 

(5) 9 



pCH 2 CH 3 



-CH-N-C-O 
CH 2 CH(CH3) 2 



I H \= 
CH 2 CH(CH 3 ) 2 

CH 2 CH(CH3) 2 



OCF3 



,OCH 3 



CH 2 CH(CH 3 ) 2 OCH 3 
(fl) 9 /CH 2 CH 3 

1 H \=/ 
CHgCHtCHJj 

-CH-r^c-^V-0CH 3 

CH 2 CH(CH3)2 OCH 3 
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Table 1.9 8 



Compd. R S-(CHa) r k m n chirality ' R 3 ~(CH 2 ) F ^-(CH 2 )g-G-R 
No. R R 5 



4 

-Q6 



1068 Ct-i >~ch 2 - 



1 071 Ci-\ >-ch 2 - 2 2 1 



1073 Ci-<>-CH 2 - 2 2 1 



1076 cKJ-CHj- 



2 2 1 H 



m ff OCH 2 CH 3 
mQ-CH 2 - 2 2 1 - H -CH-NhC-{J>-OCH 2 CH3 

~~" CH 2 CH(C 



CH 2 CH(CH3) 2 

OCH 2 CH 3 



1069 C^Q-CHr 2 2 1 - H -CH-hHO-^-OCH.CH, 

CH 2 CU(CH 2 ) 2 OCH 2 CH 3 



1070 C^>CH f 2 2 1 H J h 



9 ,S^SCH3 
-CH-N-C- 



9 H 

I 

CH 2 0<>V 

o CH 



1072 cmT>CH 2 - 2 2 1:- H ^ >\ 



3 

C(CH 3 ) 3 



— CH- N-C 
H I H 



CH 3 




10 74 CMC /Vch 2 - 2 2 1 H | h-^ch 3 



PCF 3 

CH-N-C 



1075 cmT>CH 2 - 2 2 1- H | h W 



NO, 



1077 CmT>CH 2 - 2 2 1 - H I h w . 



-<~«-o 



1078 C^Qkch,- 2 2 1- H « 
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Table 1.99 



Compd. R V>_( C H 2 ) r k m n chirality 



R 3 



No. R 



~(CH 2 )pf- 



-o6 



■(CH 2 )p-h-(CH 2 )5-G-R 
R 5 



1079 ci-<Q-ch 2 - 2 2 1 

1080 Ct— ^~)~CH 2 - 2 2 1 



1081 Ct-4>~CH 2 - 2 2 1 



1082 ci— Q-ch 2 -' 2 2 1 



1083 Ch-V>-CH 2 - 2 2 1 



1084 Ci— (>-CH 2 - 12 0 R 



1085 Ci-^~)-CH 2 - 12 0 R 

1086 Ci-Q-CH 2 - 12 0 R 



1087 0-0-CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



ch 2 och 2 hT 



— CH- t4- _ , 
I H W 



OCHjCHa 



OCH 3 



| H prOCH 3 



I 

CH 3 



<*> i? v< 

I H 

• -CH 2 - N-C-f > 



H >=^ 
H 2 N 

-CH 2 -M-C-^J> 
H 2 N 

-CH 2 -N-C-^ 
H 2 N 

H 



1088 ci-0-ch 2 - 12 0 R 



1089 Ci-^-CH 2 - 12 0 R 



H 



9 



-CH 2 ~N-C 



H 
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Table 1.100 



1 1 9 



Compd. R S_ (C H 2 ) r k m n chirality R 3 
No. Fr 



-Q6 



"(CH 2 )p-K(CH 2 )q-G-R 
R 5 



1090 >-CH 2 - 



1091 Or\ >"CH 2 



1092 Ch-^^-CH 2 - 



1093 ci-4 >-ch 2 - 



1094 Ch-4 >-CH 2 - 



1095 c»-\ >-ch 2 - 



1096 cK >-CH 2 - 



1097 ChHi>-CH 2 - 



1 098 ci-h^^-ch 2 - 

1099 ci-^^-ch 2 - 



1100 Ch-^^-CH 2 - 



2 0 R 



2 0. R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -j4-^ 



r OCH 2 CH 3 



-CH 2 CH 2 " 



— ~"CH 2 CH 2 * 



H )=/ 
H 2 N 



H >==/ 
H 2 N 



~~ ~CH 2 CH 2 " 



9 



H 2 N 



-CH 2 CH 2 -N-?-^pQ 
H 



? 



— CH 2 CH 2 -N-0- 



P 



— CH 2 CH 2 -M-C- 



H 



-CH2CH2— N~ 



fk5 



OCH2CH3 



— CH 2 — N-C — \_/*OH 



-CHj 



9 



CI 



— CH 2 -£hO 
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Table 1.101 



Compd. R \^ (C H 2 ) r k m n chirality " R 3 ~(CH 2 )pf- 
No. R ' " 5 



-q6 



^f-(CH 2 )5-G-R 
R 5 



1101 o 



h-Q>~ CH 2" 12 0 R 



H 



-CHa-N-C-H^J-CHa 



1 102 C 



l-^(~)-CH 2 - 12 0 R 



H 



9 / CH 3 
-CH 2 — N-C— N ° a 



1 1 03 H 3 C 



ch,- 12 0 R 



H 



-CH 2 -tv>-C-H^J>-CH3 



104 H 3 C-(^}-CH 2 - ' 1 2 0 



R 



-CH 2 -N-C^J^F 



1105 h 3 c-\_>-ch 2 - 12 0 R 



H 



-CH 



1106 H 3 C-^)-CH 2 - 12 0 R 



H 



-CH 2 -j^C-<^J>-CH3 



1107 H 3 C-(^-CH 2 - 1 2 0 



H 



9 /-< CHa 

-CH 2 -N-C-^^-N0 2 



1108 



1109 



1110 



1111 



CH 3 

rt-CH 2 - 12 0 R 

CH 3 
CH 3 

JO-ch 2 - 12 0 R 

CH 3 
CH 3 

^-CH 2 - 12 0 R 

CH 3 
PH 3 

JO~CH 2 - 12 0 R 

CH 3 



H 



H 



H 



H 



-CH 2 - 



<LrC 



-CH 2 -N-C— ^ == J>— F 
-CH 2 -N-C-^-F 
-CH 2 -N-C-^^-CH 3 
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12 1 

Table 1.102 

Compd. R S_ (C H 2 ) r k m n chirality R 3 -(CH 2 ) F f-(CH 2 )5-G-R 6 

NO. R K R 5 

P 1 "* 3 CH 3 

1112 ^ CH a- 1 2 0 R H _ CH2 _J?_^j^,o 2 

CH 3 H 

1113 CH^QhCH 2 - 2 2 1 - H -CH 2 -N-C-/^-CH 3 



1120 ^_ 

OCH 



1 121 



H ^= 



1114 <>hQkch 2 - 2 2 1 - H _ CHa _^_^_ F 



1115 CH^)-CH 2 - 2 2 1 H _ CH _^_^_ F 

1116 CH^Q-ch 2 - 2 2 1 - H _ CHz _JL^_ 



CH 3 

9 pHa 



1117 C^Qk-CH 2 - 2 2 1 H "CH 2 -NhC-^- 

1118 O^^-O^- 1 2 0 R H .ch^.^ 



1119 h 3 c&-Q-ch 2 - 1 2 0 R H _ CH2 _JOK 



PP 3 
H x=> 

,CF 3 



Q-CH*- 1 2 0 R H .ch^^J^, 

.l^HCH,- 1 2 0 R H -CH 2 -J-^ 



1122 (^ChcJ^-CH*- 1 2 0 R H -CH 2 -NHC-<^ 
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12 2 



Table 1.1 03 



°°No d ' Ra^" (CH2)r k m n chiralit V R 3 



■(CH 2 )^-(CH 2 )5-G-R 6 



1 1 23 ^~^~^~ CH2 ~ 12 0 R 



H 



1 124 



o 2 



CH 2 - 1 2 0 R 



H 



9 r< 

-CHo-N-C-f > 



PP3 



H \=/ 



1 1 



25 c»-Q^ 



ch 2 - 2 2 1 



H 



CH * 0CH 2 H O 



1126 CM G}" CHr 2 2 1 



H 



— CH-N-C—f >-Br 
I H 



CH.OCH 



1 1 



27 CI-h(~^-CH 2 - 



1 1 30. chhQ>- 



2 2 1 



1128 ct-^~y~CH 2 - 2 2 1 

1129 chh^^-ch 2 - 2 2 1 



CH,- 2 2 1 



H 



H 



H 



H 



9 

— ^H-N-C- 

CHjOCHr^ 



NH 



— CH-N- 

I " 
CH 2 OCH 2 -^~) 



Br 



~p" c 



1131 c\-\)-ch 2 - 2 2 1 



H 



a 



— CK-N-C- _ 
| H \==/ 



CH 



1132 0~£^-CH r 2 2 1 



H 



CHjOCHj- 



h 3 co 



1133 h 3 co-<> 



CH 2 - 



12 0 R 



H 



-CH 



.CF 3 
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Table 1.104 



Compd. R S-(CH 2 ) r k m n chirality 
No. Fr 



R 3 



-06 



-(CH 2 )p-h-(CH 2 )5-G-R 
R 5 



H 3 CO 

1134 h 3 CO-\^-CH 2 - 12 0 R 



1 135 



1136 



1137 



1138 



H3CO 



s=< " CHe ~ 12 0 R 
no 2 




H 3 CO 

r 



^^-ch 2 - 12 0 R 




f >-CH 2 - 12 0 R 

8r 



12 0 R 



H 



H 



H 



H 



H 



-CH 2 -fv*-C— <f > 



P F 3 



-CH 2 



-CH 2 - 



H \=/ 



9 r-?*' 



-CK 



v^ CF3 



1139 Q-(CH 2 ) 2 - 12 0 R 



1140 



1141 



1142 



0 2 N_ 

0^-CH 2 - 
0 2 N 

\ /~ CH 2~ 



12 0 R 



12 0 R 



CH 2 - 12 0 R 



H 



H 



H 



H 



-CH 2 -M-C-^J 



9 

-CH 2 — N-O 



9 



_ C H a -N-C-^J 



1143 1 2 0 R 
H 3 cq 

1144 v} -0 "* - 12 0 R 
H3CO 



H 



H 



-CH 2 — N-C 



— CH 2 — N-O 
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12 4 



Table 1.105 



Compd. r S- (C h 2 )- k m n chirality 
No. Fr 



_ D 6 



(CH 2 )p-h-(CH 2 )5-G-R 



H 3 CO^ 
1145 H 3 CO-hQ>-CH 2 - 
N0 2 



1148 



1 149 



1150 



1151 



1152 



1153 



1154 



1155 



12 0 R 



1 "I46 0~ CH '°~0~ CHr 12 0 R 



1147 ^c-c-N-O-CHr 12 0 R 




CH 3 

CH 3 
CH 3 

CH 3 



12 0 R 



12 0 R 



12 0 R 



pH 3 



CH 3 
PH 3 



CH 2 - 12 0 R 



CH 3 
PH 3 

CH 3 
PH 3 

CH 3 
CH 3 
-CH 2 - 

CHo 




12 0 R 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



£F 3 



H \=-/ 



P F 3 



OCH 2 CH 3 



CH 2 C H3 



-CH 2 -r|C-^w> 

-CH 2 -N-C-^ 

_ C H 2 _^c-<Q 
_ C H 2 _n-?_C5 

H 

- CH2 -^-CC^ cl 

H 

- cH^ -s-^PC rCH3 



-CH 2 -N-C- 



.CF, 



-CH 2 — N-C-CH 2 - 



If / W^ r, 3 



F 3 C 
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Table 1.106 



12 5 



Compd. R ^ (CH2)r k m n chirality 
No. R 



-(CHa^tCHgJq-G-R 
R 



-Q6 



1 156 



1 157 



1 158 



1 159 



1 160 



1 161 



1 162 



1 164 



1165 



1 166 




CH 2 - 

CH 3 
CH 3 

CH 3 
CH 3 
g^H 2 - 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 

_/ OH 

H 3 CO-^y-CH 2 - 
,CH 3 

H,C 



1163 H 3 CO^}-CH 2 - 



H 3 CO-<(~~^-CH 2 - 



CH 2 - 



H 3 CO-^^-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0. R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 0^ C < CH 3>3 
-CHj-N-C-^J 



^V SCH3 

-CH 2 -N-C^J} 

H 2 N CI 

" CH 2"^ CH L/ OCH3 
H 2 N OCH 3 



CH 3 



H 2 N Br 
- CH 2-f C -0 
-CH 2 -N-C-f > 



H \=/ 



P^3 



-CH 2 -N-C-^J> 
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Table 1.107 



Compd. R ;^ (CH2) k m n chirality 

No. pt 



R 3 ~(CH 2 )pt-(CH 2 )q-G-R 
R 5 



-d6 



1167 ct-nQ^- 



CH 2 - 2 2 1 



H 



9 -^O 



1 168 



\\-CH 2 - 1 2 0 



H 



1169 ^°-f-Vy^ 1 2 0 R 



H 



P F 3 



1170 G^ CH >- 



12 0 R 



H 



H \=/ 



1171 CH -0^ CH 2- 12 0 R 



1 72 CI-h£~^--CH 2 - 



12 0 R 



H 



H 



£H 3 



-CH 2 — N- C—^_^— 8r 

9 



_ CH2 _^c-<ji 

H 



OH 



1 1 73 Ch-HQ^CH 2 - 12 0 R 



1174 Ch-n( Vch 2 - 12 0 R 



H 



H 



9 



-CH 2 — N-O 



OCH 3 



H 

ff 

-CH 2 — N-O 




H,N 



1175 H 3C-\ >-ch 2 - 12 0 R 



H 



-CH* 



9 , CH 3 

{t c_ 0~ Br 



1176 h 3 c-CJ-ch 2 - 12 0 R 



H 



— CH 2 -M-C- 



OH 



H 



1177 h 3 c-< >-CHj- 12 0 R 



9 



-CH 2 -j^C- 



OCH 3 



H 
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Table 1.108 



C °No Pd ' R ^ (CH2)r k m n chirality 



R 3 ~(C H 2 )p^(CH 2 )5-G-R 6 

R 



1 1 78 h 3 c 



O- 



CH 2 - 12 0 R 



1179 h 3 c-hQ^ch 2 - 12 0 R 



1180 h 3 C--<>-CH 2 - 12 0 R 



H 



H 



H 



9 



— CH 2 -N-0 




H 2 N 



-CH 2 



H 2 N 

9 



NO 2 



CH 3 

1181 |£/~ CH2 ~ 12 0 R 

CH 3 



CH 3 



1182 ^#-ch ? - 12 0. R 

CH 3 
CH 3 

1183 ^" CH 2- 12 0 R 

CH 3 
PH 3 

1184 ^~ CH 2- 12 0 R 

CH 3 
PH 3 

1185 SV CH *- 1 2 0 R 

CH 3 
CH 3 

1186 £>- CH 2- 12 0 R 

CH 3 

1187 o-Q-CH r 2 2 1 



1188 c 



ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



CH 3 



— CH 2 — N-C— Br 

- CH2 -it c -VU 



H 

-CH 2 -N-C-f X > 



H 

H 2 N 



-CH 2 -M-C-Hf X > 



NO 2 



-CH 2 



H )=/ 
H 2 N 



-CH 2 -N-C— Br 



- cH ^-^-<?C r ' OH 

H 
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Table 1.109 



C N m o Pd ' £X CH *T k 



m n chirality R 3 



'(CH 2 )pf-(CH 2 ) 5 -G-R 
R 



-d6 



1189 C 



1191 



1192 



1193 



1194 



1195 



1196 



1 197 



1198 



1199 



-O- 



CH a - 2 2 1 



1190 Ci-\J>-CHz- 2 2 1 



CH 3 




CH 3 
CH 3 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 
PH 3 

CH 3 
PH 3 

CH 3 
CH 3 

CH 3 
CH 3 
-CH 2 - 

CH 3 
CH 3 

CH 3 




1 2 0 



12 0 R 



1 2 0 



1 2 0 



12 0 



1 2 0 R 



1 2 0 



1 2 0 



1 2 0 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



P ^^V-OCH 3 

- ch ^ c -<Pu 

H 

H 2 N 



F 



-CH 2 -N-C-h^-| 



-CF 3 
-F 



PCF 3 



-CH 2 -N-C-<f > 



CF 3 



H )==/ 
F 3 C 



_ C h 2 -J*L(5 



-CH 2 



9 _/ N ° 2 




-CH 2 -N-C-^ 
F 



.CF 3 



CI 



-CH,-N-C— ^J) 
-CH 2 -N-C-Q 
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Table 1.110 



Compd. R S_( CH2 v_ k m n chirality R 3 
No. Pr 



-d6 



'(CH 2 )p-h-(CH 2 )q-G-R 
R 5 



1200 



1201 



1202 



CH 3 

CH 3 
CH 3 

>-CH 2 - 

CHj 
CH 3 

>-CH 2 - 
CH 3 



CH 3 
CH : 

CH 3 
CH : 



1 203 H 3 C-^Q-CH 2 - 
1 204 H 3 C-^^-CH 2 - 



1205 h 3 o-4 >-CH 2 - 



1206 H 3 C-\ >-CH 2 - 



1 207 H 3 C-^>-CH 2 - 



1 208 H 3 CH O hCH 2" 

1 209 h 3 c-<^-CH 2 - 



1210 H 3 C-4 ^-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CI 

-CH 2 -N-C-^^-F 



1? 



-CH 2 -M-C 
H 




,C F 3 



r x 



OCF 3 



F 3 C 



PF3 



-CH. 



-CH 2 -N-C-^> 
-CH 2 -N-C-f > 



H >==/ 
F 



-CH 2 -N-C 



V<5 



9 

-CH 2 -M-C-nf\ 



H 



CI 
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Table 1.1 1 1 



Compd. r S_ (C h 2 v_ k m n ch j ra |i ty 
No. Fr 



R 3 



(CH 2 )J-(CH 2 k-G-R 6 



1211 H 3 C-^~)-CH 2 - 12 0 R 

1212 H 3 C-^^-CH 2 - 12 0 R 



H 



-CH 



:,2 "{t c ~w 




1213 CHhQ-CHs- 2 2 1 



1214 CK\>-CH 2 - 2 2 1 



1215 Cl-(~^-CH 2 - 



2 2 1 



1216 ci-^~)-ch 2 - 2 2 1 



H 



H 



H 



H 



. C H 2 -n-?-^ 
F 3 C 



-CH 2 -N>-C— <f~S 



,CF 3 



H )==/ 
F 



-CH 2 -|v*-C— f } 



CI 



H \=< 
CI 



— CH 2 -N-C- 



1217 Ch-CJ-CHf- 12 0 R 



1218 Ci-^}-CH 2 - 12 0 R 



H 



H 



-CH 2 -N-C-^0> 
CI 



£F 3 



CH 3 



-CH 2 -N-C-f > 



F 



1219 cK )-CH 2 - 12 0 R 



1220 CH< >-CH 2 - 12 0 R 



1221 Ci-4 Vch 2 - 12 0 R 



H 



-CH 2 -^C--^_^-CI 

- C H 2 -^C-<0 
H 2 N 

-CH 2 -NhC-H^^-F 
H 2 N 
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13 1 

Table 1.112 



Co N ^P d - p>(CH 2 ) r k m n chirality " R' ~(CH 2 )p|^(CH 2 )q-G-R 
1222 Cl-\_)-CH 2 - 12 0 R H -CHa-M-C-^J 



fc 



1232 h 3 c-\ >-CH 2 - 1 2 0 R H 



H 



1 223 • C>-{J^CH 2 - 1 2 0 ' R H _ N ?_j~C 

2 H \=/ 



1224 Ct -^0^" CH2 "" 1 2 0 R H -CH 2 ~rvj-c--/^ 



NO 2 



H >=/ 
HO 



Y - /CF3 

1225 h 3 c-hT^>-ch2- 1 2 0 R h -ch 2 - 



ci 



— ft /~< CH3 

1226 H 3 C-(^-CH 2 - 1 2 0 R H -CH 2 -N-C-Q 

F 



1227 H 3 C-^Q-CH 2 - 1 2 0 R H _ CH2 _^?_^_c, 



1228 h 3 c-Q^ch 2 - 1 2 0 R H ~ CH 2-^C-^ 



H 2 N 



1229 H 3 C-^~)-CH 2 - 1 2 0 R H -CH 2 -W-C-f>H= 



H )=/ 
H 2 N 



1230 H 3 C-Q-CH 2 - 12 0 R H -CH 2 -^c-HfJ 



1231 h 3 c-Q^ch 2 - 1 2 0 R H _ CHz _J._<rj 



HO 



,N0 2 



WO 01/10439 



Table 1.1 1 3 




13 2 




PCT/JP00/05260 



Compd. R S-(CH 2 )r 
No. R 2 ^ 1 



k m n chirality 



-(CH 2 )p-H(CH 2 )q-G-R 6 
R 5 



1233 



CH 3 
CH 3 

P- 0 



1234 5.#-CH ;r 
CHj 

CH 3 

1 235 o>- CH 2- 

CH 3 
CH 3 

1 236 ^_ 

CH 3 
pH 3 

1237 ^ 

CH 3 
CH 3 

1 238 £>~ CHr 
CH 3 

pH 3 

1239 _ 

CH 3 
PH 3 

1240 gfVcH^ 
CH 3 



CH 3 

CH 3 
CH 3 

CH 3 

CH 3 
CH 3 
^"CH 2 - 
CH 3 



1241 C 



1243 C 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



CH 2 - 2 2 1 



1242 CH-* f-CH 2 - 2 2 1 



CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-<0 
CI 



P F 3 



-CH 2 -NhC-/"^ 



CH 3 



H >=/ 
F 



H 2 N 
H 2 N 

-CH 2 -r^c-HfJ 

H 



-ch 2 -^c-h(^ 



N0 2 



-CH 2 -NhC^3 
HO 



-CH 2 -N-C-^J 
CI 

F 

-CH 2 -N-C-<^J)-CI 



WO 01/10439 



Table 1.114 




1 3 3 



pi 

Compd. n V(CH,)r k m n chirality 
No. Fr 



1244 a-^3"-CH 2 - 2 2 1 

1245 c-0^ CH 2- 2 2 1 

1246 C ^-0~ CH2 ~ 2 2 1 

1247 CI-^)-CH 2 - 2 2 1 



1248 C)-Q-CH 2 - 2 2 1 



1249 C\-\ )-CH 2 - 12 0 R 



1251 



1252 



1250 H 3 C-4>-CH 2 - 12 0 R 



PH 3 
CH 3 



12 0 R 



PCT/JP00/05260 



H 



H 



H 



H 



H 



H 



H 



'(CH 2 ) F P-(CH 2 )^G-R t 
Fr 



-CH 



I 

9 



H )=/ 
H 2 N 




— CH 



H 2 N 



9 ^ CH 3 

H 



? >0 



? 




NO; 



-CH 2 -N-C- >==/ 
HO 



-CH 2 - 



NO, 



— CH 2 — N-O 



f Vci 



9 



ohQk-ch 2 - 12 0 R H -ch 2 -n-c-^3~ ch(CH 3 )2 



1254 



1253 h z c-\ >-ch 2 - 12 0 R 



PH 3 
CH 3 



12 0 R 



H 



9 



-CH 2 -N-C-<^^-CH(CH3) 2 



9 



H -CH 2 -f^C-H^^-CH(CH 3 ) 2 



WO 01/10439 



Table 1.115 



PCT/JP00/05260 



1 3 4 



Compd. R >-(CH 2 > 
No. R 1 



p k m n chirality R 3 



~(CH 2 )J-( 



■(CH 2 )p-t-(CH 2 )q-G-R 
R 5 



1255 ci-hQ>-CH 2 - 12 0 R 



1256 



1257 



1259 



1263 



ch,- 12 0 R 



CH, 




CH 2 - 12 0 R 



CH 3 



1258 H 3 C-<(]^-CH 2 - 12 0 R 



CH 3 
CH 3 



12 0 R 



1260 h 3 C-h£~)-ch 2 - 12 0 R 



1261 C(-\ >-CH 2 - 12 0 R 



1262 H 3 C-^~)-CH 2 - 12 0 R 



PH 3 

CH 3 



12 0 R 



1264 >-CH 2 - 1 2 0 R 



1265 H 3 c-^~)-CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



.Br 



-CH 2 -£-C-<0 
H 2 N 



H 2 N 



-CH 2 -JvhC-^ 
H 2 N 



Br 



-CH 



H 2 N 



~ CH 2-Jt C ">J 
H 2 N 

9 , OCH 2 CH 3 

- cH *-jt c -0 



-CH 2 - 



H 3 C 

- CH *-[f c -yo 

H 3 C 

9 .^C<CH 3 ) 3 
H 3 C 



? 




KjC 

2 



-CH 2 -hhC— £ I 
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Table 1.116 



Compd. R S_( CH w k m n c hirality R 3 
No. R 2/ 



"(CH 2 )pt(CH 2 )q-G-R 
R 5 



-q6 



1266 



p» 3 

g>-CH 2 - 12 0 R 



CH 3 



1267 c>-^}-ch 2 - 1 2 0 



R 



H 



H 



5? 




-CH 2 -M-C^ Q 
HjC 

H 



1268 Ch-0-CH 2 - 1 2 0 R 



1269 Ci 



1270 ci 



h-Q-CH 2 - 12 0 R 
i-^-CH 2 - 12 0 R 



H 



H 



H 



9 



CI 



H 3 CO 

-CH 2 -N-C^J 
HO 

-CH 2 -N-C-^J> 
HO 



1271 c)-\)-ch 2 - 1 2 0 R 



H 



? /-< NOZ 
-~CH 2 -^C-^Q-F 



1272 



h 3 c^)-ch 2 - 12 0 R 



H 



H 



OCFn 



1273 h 3 C-(~)- ch 2- 12 0 R 

1274 H 3 C-^)-CH 2 - 1 2 0 R 



H 



H 



9 

-CH 2 -N-C 



H3CO 



-CH 2 -N-C^f > 



Br 



H >= / 
HO 



1275 h 3 c-(3- ch 2- 12 0 R 



H 



-CH 2 - 



H >= / 
HO . 



1276 h 3 c-0-ch 2 - 12 0 R 



H 



~CH 2 -M-C-f y-F 



WO 01/10439 

Table 1.117 



13 6 



PCT/JPOO/05260 



pi d4 

No. 6 ' R 2>" (CH2) r k m n chirality R> - (CH2) _^_ (CH2) _ G - R 6 



1279 



1280 



1283 



1284 




3 



1277 o^~ CHz ~ 12 0 R h " CHr H^"^0° CF3 

CH 3 H 

1278 ^- CH 2" 1 2 0 R h "C^-N-c-O* 

CH 3 H 3 CO 



^-CH 2 - 1 2 0 R H _ C H 2 _N-?_^ 

CH 3 HO 

^>-CH 2 - 1 2 0 R H _ C h 2 ^m-?-^ 

CH 3 H HO 



CH 




3 



1281 rV CH 2- 1 2 0 R H 9 



CH 3 



~CH 2 -N-C-^-F 



1282 chhQ^ch 2 - 2 2 1 h -ch 2 -j^c-^ 



H 

CI 



:h-<^^-ch 2 - 2 2 1 h -ch 2 -n-c^^^ 



.Br 



>-(~)-CH 2 - 2 2 1 H _ CH ^^^-H^ 



1285 Cr-^J>~CH 2 - 2 2 1 - H -CH 2 -N-G 



HO 
HO 



1286 ^W-hQ^,- 1 2 0 R h -c^g^^ 



1287 ^N^^CH,- 1 2 0 R H _ CH2 _J_^ 
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13 7 

Table 1.118 

Compd. R V (CH2) k m n chirality R 3 ~(CH 2 ) F ?-(CH 2 ) sr G-R 6 

No. R z R 5 

1288 H3 cJ^-ch 2 - 1 2 0 R H _ CHz _J_^^ 

CH 3 ^ / OCH 3 

"1289 ^~ CH 2- 12 0 R H -ch-t-n-c-^3 

CH 3 H 2 N 

pHs ' ? A*' 

-CHj-M-C-f J 



1291 



H >=< 

CH 3 H 2 N CH 3 



1290 CHz " 1 2 0 R H 

CH 3 

h 3 chQ-ch 2 - 1 2 0 R H - CH *-X*^C€X 



9 ^-^v- CH 3 

NT 
H 

,CH 3 



1292 h 3 c^(~)-ch 2 - 1 2 0 R H -ch 2 -n-c-^ 



H )=< 
H 2 N Br 

1293 h 3 c-(3- ch 2- 1 2 0 R H ~ch 2 -^c^Q 



F 

CF 3 



1294 H 3 C-hQ-CH 2 - 12 0 R H _ CH2 _^?_^_ F 

/=\ „ 9 O^C(CH 3 ) 3 

1295 h 3 c-(_^-ch 2 - 1 2 0 R H _ C H 2 -^ c -<Qf 

/=V S-^ SCH 3 

1296 h 3 c-^-ch 2 - 1 2 0 R H _ C h 2 _n. c _^J 

1297 h 3 c^Q-ch 2 - 1 2 0 R H - C ^°\Q 

F 3 C 

H 3 cq . ; CF 3 



1298 h 3 co-Qkch 2 - 1 2 0 R H _ CH2 _^_<^ 

Br 
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Table 1.119 



Compd. R S-(CH 2 )r k m n chirality 
No. FT ' 



R 3 



~(CH 2 )p¥-( 



_o6 



h 3 co 

1 299 h 3 co--(~^-ch 2 - 

H 3 CO 

OCH 3 

1300 H 3 C^Qh-CH 2 - 
H 3 CC>-<Q»-CH 2 - 



1301 



1305 



1306 



1307 



1308 



1309 



H 3 CO 



H 3 C_CH 3 

1 302 h 3 CO-Q-CH 2 - 

H 3 CO_^ 

1 303 H 3 CO-^^-CH 2 - 



1304 Q.^^^-c,.. 



H 3 CO-4^-CH 2 - 



H 3 CCH 2 0_ 



CHr 



H 3 CC 
H 3 CO-\>"CH 2 - 
HO 

0-^D~ CH *" 

H 3 CO_^ 
H 3 CO-<(_^-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 



2 0 R 



2 0 R 



2 0 



2 0 



2 0 



2 0 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-(CH 2 )p-K(CH 2 )q-G-R 
R 5 



-CH 2 -N-C-f X > 



CF 3 



H \=/ 



H >=/ 



-CHa-M-C-f > 



P p 3 



H 



-CH 2 - 



-CH,-IJC-^ 



-CH 2 -N-0 



-CH 2 - 



-CHa-NJ-C-^J) 



9 



-CH 2 -N-C- w 



P F 3 
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Table 1.120 



Compd. n \^( C H 2 ) r k m n chirality 
No. R 2 



-(CH 2 ) r t-(CH 2 ) r G-R 6 
R 5 



1310 



131 1 



1312 



1313 



1314 



1315 



1316 



1317 



1318 



1319 



1320 



H 3 CO=v 
HO-\~)-CH 2 - 



^_J-CH 2 - 
0" CH2_ 



CH 2 - 



CH 2 - 



Cl_ ^3~ CH2 ~ 




CH- £ >"CH 2 - 



;hh(~£-ch 2 - 




Bi — ( >-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CHj-N-C-/""^ 



H \=/ 



-CH 2 - 



- CH 2-{t C_ W 



-CH 



-CH 



-cnr(fo-(_> 

-C^-N-C-^J 
-CHj-N-C-^_) 

-CHi-{KS-<_> 



WO 01/10439 
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14 0 



Table 1.121 



c °N^ pd ' r2>" (CH2) *" k m n chira,it y R3 



"(CH 2 )i(CH 2 )5-G-R 6 
R 5 



1321 ci-^ i-CH 2 - 



1322 ci-^^-ch 2 - 

1 323 o-<Q>-ch 2 - 



1324 Ct-\ >-CH : 



1 325 ci-hQ>-ch 2 



1 326 ci-4>-ch 2 - 



1 327 0-4>-CHr 



1328 h 3 c-^^-ch 2 - 

1 329 h 3 c-^~^-CH 2 - 

1 330 H 3 C-^~^-CH 2 - 

1331 H 3 C-^^-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 



CI 



H 



— CH 2 — I^C— f >-CH 3 



-CH 2 - 



-CH 2 - 



HO 



- C h 2 -N-C-^-C-hQ> 



HO 

9 r-< CH3 

-CH 2 -N-C-^ 



-CH 2 - 



-CHa-N-C-^J-CHo 
-CH 2 -J|C-H^J-C1 

9 ^-< CH3 



H )=/ 
HO 



WO 01/10439 PCT/JP00/05260 

14 1 

Table 1.122 

C NT d ' R2>" (CH2) i" k m n chirality " R3 -(C^^tCHa^G-R 6 

1332 h 3 C-Q-ch 2 - 12 0 R H _ C h 2 _n-?_^_?_^ 

-CH,-N-C-f > 



1335 



1336 



1339 



1340 



1341 



CH 3 
CH 3 



CH 3 
PH 3 

1337 ^~ CH 2- 1 2 0 R H 

CH 3 



H )==/ 
HO 



1333 H 3 c-^_y-CH 2 - 12 0 R H 

o /- 

1 334 h 3 c-^~^-ch 2 - 12 0 R H ~ CH 2~fi c ~(~y 



h y=y 

H 2 N 



CH 3 Bf 
P" 0 "*" 1 2 0 R . H _ CH _^_^ C1 



o^- CH2 ~' 1 2 0 R H _ C „ 2 _ K .?_^! CH3 



-CH 2 -N-C-h^J^-CI 



H 3 ^ PH 3 



1338 6lf- CH 2- 12 0 R H 

CH 3 HQ 



P-CH,- 12 0 R H -c^l^Q-g-JJ, 

CH 3 

^-CH 2 - 1 2 0 R H -CH 2 -|^C-^5 

CH 3 HO 

P H 3 p / CH3 

^-CH 2 - 1 2 0 R H ~ CH 2 - ft~ c ~C3 

CH 3 H 2 N 

1342 OhQ-CH 2 - 2 2 1 H _ CH2 _^? /-<. C1 

H \==/ 



WO 01/10439 PCT/JPOO/05260 

14 2 

Table 1.123 



Compd. R \_( CH2)j _ k m n chirality R 3 -(CH 2 fe^(CH 2 )5-G-R 6 
No. r5 



1349 



-H3 

CH 3 



1351 o-{~}-ch 2 - 12 0 R 



H 



1352 h 3 c-( V-CH 2 - 12 0 R H 



1353 £^- CH *' 1 2 0 R H 



1343 O-Q-CHr 2 2 1 - H _ CH2 _^_^_ C „ 3 



1344 C-h(~)-CH 2 - 2 2 1 - H _ CHa _N.?_^_ 



l 

CI 



9 / CH 3 

1345 Cl-^^-CHf- 2 2 1 - H _CH 2 _ ^ c ^^y 



HO 

I 



1346 Ch-^^-CH 2 - 2 2 1 H - CH 2-[^c-^^ 



h y=J 

HO 



1347 CK-Q-CH 2 - 1 2 0 R H .c^-jvj-c-Hnf^ 3 

/==\ ff _XH 3 

1348 H 3 C-^_J>-CH 2 - 1 2 0 R H _ CH2 _^. c ^Qf 



ph-CH 2 - 1 2 0 R H _ C H 2 _N-?-^jf CH3 



1350 CH-^_^-CH 2 - 2 2 1 H -CH 2 -N-C-fJ 



HN 
O 



HN 

jp-CH, 
O 



? 

-0.,-ff 




.p-CH, 

CH 3 g 
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14 3 



Table 1.124 



Compd. R S-(CH 2 ) r k 
No. R 2 ' 21 



m n chirality R 3 



"(CH 2 )p|-(CH 2 )5-G-R 
R 5 



-Q6 



1354 Cf--(~)-CH 2 - 2 2 1 



1357 



1359 



1360 



1362 



1363 



1355 Ch-4>-CH 2 - 12 0 R 



1356 h 3 c-^~J>-CH 2 - 12 0 R 



CH 3 

CH 2 - 
CH 3 




1 2 0 



1358 Ch-^-CH 2 - 2 2 1 




CH 3 

-CH 2 - 
CH 3 
PH 3 

CH 3 



1 2 0 



12 0 R 



1361 H 3 c 



mQh-CH2- 12 0 R 



;h 3 

-_y-CH 2 - 12 0 R 

CH 3 



PH 3 
CH 3 



12 0 R 



1 364 H 3 C 



CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



O 



_ C H 2 -^L0 
H 2 N 



CN 



CN 



H >=/ 

CN 



-CH 2 -^C-Y~^> 



H >=/ 
H 2 N 



H 2 N 

-CH 2 -N-C^> 



CN 



? 



-CH2— fvf-C- 
H 



pH 3 
-CH 3 

*CH 3 
CH 3 



9 



— CH 2 — [^ c " H (^3~ OC H3 

9 / CH 3 

_CH 2 -N-C-^J> 

a 

-CH 2 -N-C-^> 
-CH 2 -N-C-^> 



CH 3 
CH 3 

CH 3 
CH, 



WO 01/10439 



PCT/JP00/05260 



14 4 



Table 1.125 



Compd. R >-(CH 2 ) r 
No. Pr 



k m n chirality R 3 



- Q 6 



R 5 



1365 



1366 



CH 3 

^H 2 - 

CH 3 
CH 3 

CH 3 



1 367 H 3 C-^~~)-CH 2 - 

1368 0-<£^-ch 2 - 



1369 ci-^~^-ch 2 - 



1370 Or\ >-CH 2 - 



1371 CK\jKCH2- 



1 372 o-^~^-CH 2 - 

1 373 h 3 c-hQ>-ch 2 - 



1 374 H 3 c-4>-CH 2 - 



1375 h 3 c-4 >-ch 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 



H 3 C 



9 



-CH 2 -N-C-(^)-CH 3 



-CH 2 - 



9 



**0 



CH 3 



9/=T 



r, OCH 2 CF 3 
"CH 2 -N-C-H0 
F 3 CCH 2 0 

-CH 2 -N-C-fJ 



-CH 2 - 



v-P 

-CH 2 -N-C-^ 
F 3 CCH 2 0 

-CH 2 -N-C-f y 



-CH 2 ~N-C-^/~Cl 

OC H 2 CF 3 



H 
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Table 1.126 



Compd. r \_ (C h 2 v_ k m n chiraiity R 3 
No. 



-(CH 2 )^(CH 2 )q-G-R t 
R s 



1376 



1378 



1379 



1380 



1381 



1382 



H 3 C -0~ 



ch 2 - 12 0 R 



1377 h 3 c-\>-ch 2 - 12 0 R 



pH 3 

/-CH ; - 

CH 3 
CH 3 

VcH 2 - 

CH 3 
CH 3 

S-CH 2 - 

CH 3 
PH 3 

CH 3 

:h 3 

>-CH 2 - 
CH 3 



CH; 

CH; 
CH; 

CH; 
CH; 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1383 CH^^-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -NhC-<(_) 

-ch 2 -n-c-^Jkci 

9 , OGH 2 CF 3 

-CH 2 -N-C-<£~) 
F 3 CCH 2 0 

-CH 2 -N-C-<J 



-CH 2 -N-C-^ 



-CH 2 -N-C- 




.CF, 



-CH 2 -N-C-h(^-CI 



1384 Ci-Q-CH 2 - 2 2 1 



H 



-CH 2 -N-C-^fJ 



1385 Cl-<>-CH 2 - 2 2 1 



1386 Ci-i >-ch 2 - 2 2 1 



H 



-CHa-N-C-H^^ 
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Table 1.127 

R 1 R 4 

C NT d ' R 2^" (CH2)r k m n chira,it y R 3 ~(CH 2 ) ? -|j(CH 2 )q-G-R 6 

R 



1387 



1392 



1397 



CH 3 
CH 



1393 h,cch 2 — <T>~ch 2 - 1 2 0 R H 




CH 3 

^-CH 2 - 1 2 0 R H _ CHif -N-£^-^ 



CH,-N-C— f J, 



1388 ^^ CH 2" 1 2 0 R H. ~ UMar H^^rN 

CH3 CH3 

1389 £f~ CH 2" 1 2 0 R h -ch 2 -^-c-(^*n 

CH 3 N-° 
H 3 Q_CH 3 



1390 H 3 C^Q^-CH 2 - 1 2 0 R H 

H3C CH3 ^ 

1 391 h 3 c^>ch 2 - 1 2 0 R H - C H 2 -4 



.CF 3 
H W> 

CF 3 



H 3 C^>CH 2 - 12 0 R H -CHf-N-t^ 



1394 H3 c!^-ch 2 - 12 0 R H .c^.^^^ 3 

CF3 

1395 h,c=ch-Q-ch 2 - 12 0 R H _ CH2 _^_^ * 

-CH.-M-C-^) 



Br !^_CH 2 - 1 2 0 R h .ch^h^ 3 
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Table 1.128 



Compd. ,>-(CH 2 ) r k m n chirality R 3 
No. Fr 



1398 



C>-\_>-CH- 
<pH 3 



1399 Ci-4 ^-ch- 



CI 

_ CH 3 



1 400 CI _^~^_ CH - 

1401 H 3 C-^~^-CH 2 - 

1 402 H 3 C-^^-CH 2 - 

1 403 h 3 c-hQ>-ch 2 - 

1404 H 3 C-^^-CH 2 - 



1 405 H 3 c-<Q>-CH 2 - 



1 406 h 3 C--Qhch 2 - 



1 407 H 3 c-Q>~ 



CH 2 - 



1408 H 3 C-4 >-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-(CH 2 )jrTV(CH 2 )5-G-R 
R 



-06 



-CH 2 



-CH 2 -N-C-f > 



-CH 



■ CM! -tf*-CO' c ' 



-CH 2 ~N-C-< >-OCH 3 
H 2 M OCH3 

9 

— CH 2 -N-C 



9 /=n 



-CH 2 -N-C-\ 



9 



«-CH 2 -NhC— {"^ 
H >-N 



H 3 CS 



n CH 3 



-CH 2 -N-C- 
H 



-CH 2 -^C-^_> 

H3CCH2S 



-CH^cHT) 
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Table 1.129 

R 2>" (CH2) r k m n chirality R 3 ~(CH 2 )^(CH 2 )5-G-r6 
R 

1409 h 3 C-<Q-ch 2 - 1 2 0 R H _ CH2 _„_£_{^> 3 

CH 3 

CH 3 

1411 0-^~^-CH 2 - 12 0 R 



1410 6^~ CH 2 - 1 2 0 R H _ C h 2 -J>hQ> 



9 " a 
H -CHr-ffo- 



1413 



1414 ci-\ j>-CH 2 - 2 2 1 H 



1418 O-C >-CH 2 - 2 2 1 - H 



HjOc-nh 
o 



1412 h 3 C-hT^)-ch 2 - 1 2 0 R H -c^-n-c-^ 

— ' HjOc-nh 

o 

, CH 3 ff P 

!£>CH 2 - 1 2 0 R H - CH *-tf c -V> 

^\ K>C-C-NH 

CH 3 O 



9 /=< a 

-OU-N-C 



KjC-C-NH 
O 



1415 ch( >-ch 2 - 1 2 0 R h -ch 2 - 



H 2 N 

,SCN 




1416 HaC-^^-C^- 1 2 0 R H -CH 2 --jshO 

H 2 N 

CH 3 ^ y SCN 

1417 cCf CH2 ~ 1 2 0 R H -ch 2 -m-o 

CH 3 H 2 N 

SCN 




H 2 N 



9 _/ SH 

1419 Ch( >-ch 2 - 1 2 0 R h ~ CH z~[^ c ~\3 

H 2 N 



WO 01/10439 PCT/JPOO/05260 
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Table 1.130 

C °No Pd ' R ^" (CH2)r k m n chiralit V R 3 -(CH 2 )^(CH 2 ^-G-R 6 

R 

1420 H 3 C-^_^-CH 2 - 12 0 R H -CH 2 -N-C— £~J 

H 2 N 

1421 cCf CH2_ 1 2 0 R H -ch 2 -w-o 

CH 3 H 2 N 

1422 Cl-^^-CH 2 - 2 2 1 - H -CH 2 -N-C-Q> 

H 2 N 

1423 CH-Qh-CH 2 - 1 2 0 R h 9 ^F~\J 



1 425 

CH 3 



1428 C»-( }-CH 2 - 2 2 1 - H 




-CH 2 -N-C-^. 



1 424 H 3 C-^(_>-CH 2 - 12 0 R H p ^ C ~\_/ 

-CH 2 -N-C-^J 

gVcH 2 - 1 2 0 R . h .9 /4 C "^ 



1426 Ch-T)-CH 2 - 2 2 1- H 9 w C- "0 

-CH 2 -NhC-^J> 

9 / Br 

1427 CI-^^-CH 2 - 2 2 1 - H -CH 2 -£hC-(~~) 



-CH 2 -N-C-^_J> 
(H 3 C)2N 

n 

H 2 N 

1430 /°~y_/~ CH2_ 2 2 1 - H -CHfN-C-O 

V ° H 2 N 



1 429 h>cch 2 o-{~)-ch 2 - 2 2 1 - h - c "*-$ c -^~^ 



WO 01/10439 



PCT/JP00/05260 



15 0 



Table 1.131 



C °N^ pd ' Ra>" (CH2) r k m n chiralit v r 3 



-d6 



(CH 2 )p+-(CH 2 )q-G-R 



1431 H)CCH 2 0-^^-CH 2 - 2 2 1 



1432 



CH 5 - 



2 2 1 



H 



H 



- CH 2-{t c -yy 

H 2 N 
HUN 



1 433 K3CCH 2 . 



ch 2 - 2 2 1 



1 434 H3CCh 2 o-^^ch 2 - 2 2 1 



1 435 KjCCH 2 -4 Vch 2 - .2 2 1 



1436 (H3C) 2 ch--^^--ch2- 2 2 1 



1437 h,c(ch 2 ) 2 o-^-ch 2 - 2 2 1 



1438 h,cch 2 -h( }-ch 2 - 2 2 1 



1439 <H3C) 2 CH-^^aH2- 2 2 1 



1440 ^c(CHj 2 o-£y~CH 2 - 2 2 1 



1441 H 3 CSH^^CH 2 - 2 2 1 



H 



H 



H 



H, 



H 



H 



H 



H 



Hr^^-ocH 3 c»-b 

CHf^ ^-OCH 2 CH» 

(? Cl 



H 2 N 



H 2 N 



CI 



H 2 N 



.CI 



-CH 2 -^C-H0 
H 2 N 



Br 



H,N 



-CH 2 -N-C-h0 
H 2 N 



Br 



Br 



H,N 



WO 01/10439 
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15 1 



Table 1.132 



Compd. R S-(CH 2 ) r 
No. R 2 ^ J 



k m n chirality R 3 



"(CH 2 )p|J-(CH 2 )5-G-R 6 



1442 ^cch 2 -hQkch 2 - 2 2 1 



1443 {WteChH^y-CHi- 2 2 1 



1444 k,c(ch 2 ) 2 o-^hch 2 - 2 2 1 



!445 KjCCHs-^^-chj- 2 2 



1446 (KiCfc-CH-^^-CH*- 2 2 1 



1447 k s C{ch 2 ) 2 o-^^-ch 2 « 2 2 1 



1448 H 3 CS-\jKCH 2 - 2 2 1 



1 449 ^cch 2 -\Vch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



P 



-OH?- JNJ-O 



HfS ( 



CH *"\ /-CH(CH 3 ) 2 

a 



s-0 



<Xj-\ >-Q(CH,)2CHl 



CHy\ ^-CH(CH 3 ) 2 



Br 



Hfs i 



GH 2 -^^-0 (CH 2 ) aC f-b 
Br 



CHz "0~ SCHj 



1450 (K.ChCH-Q^-CHj- 2 2 1 



H 



-CHa-N-C-^J 



1451 (H J CCH 2 ) J N-Q-CH I - 2 2 1 



H 



-CH 2 - 



1 452 2 2 1 



HjCO-h^^-CHj- 



H -CH,-N-C-/~S 



H >== / 
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15 2 



Table 1.133 



Compd. R S_ (CH v_ 
No. R 2 ^ 2/) 



k m n chirality R 3 



"(CH 2 )p4-(CH 2 )q-G-R 6 
R 5 



1453 H^ch^o-^-ov 2 2 1 



H 



_ CH _^ cH Q 



1454 HjCch 2 o-hQ>-ch 2 - 2 2 1 



H 



9 



.CF, 



-CHf-N-C- v . 



1455 



H 3 co 

HO-^^-CH 2 - 2 2 1 



H 



-CH 2 -N-C^_J> 



1456 ^D^ 0 ^" 2 2 1 



H 



1462 



1457 (Ch 3 ) 2 n-£>-ch 2 - 2 2 1 



H 3 cq 

1458 /=\ 2 2 1 



HO-^-CH 2 - 



1459 (H ^ C) ^ ^^-i^-CH ^ - 2 2 1 



H 3 cq 

1460 HO ^y 0H2 . 2 2 1 



H 3 CO 

1461 HO -^>CH 2 - 2 2 1 



H 3 cq 

HO-^^-CH 2 - 



2 2 1 



1463 ci-( }-CH 2 - 2 1 1 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-L0 
H Z N 



.CI 



-CH 2 -^C-^J> 
H 2 N 



CI 



Br 



-CH 2 -N-C-hQ 
H 2 N . 



-CH 2 -NhC-^ 



--CH7-N-C 



Br 



-CH^-N-C 



H 1 



,OCH, 



CF 3 



_CH 2 -NKC-<^> 



WO 01/10439 
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1 5 3 



Table 1.134 



Compd. R V(CH 2 ) r 
No. Pr ' 



k m n chirality R 3 



"(CH 2 )pt-(CH 2 )p-G-R 6 
R 5 



1464 Cf-Q-CH 2 - 2 1 1 



1465 Ch-4>-CH 2 - 2 1 1 



1466 o-\J-ch 2 - 2 1 1 



H 



H 



H 



_CH 2 -N-C-\ 



9 

c- 

F3C 




9 _y- 



.CF 3 



Br 



1467 CH-^-. C H 2 - 2 1 1 

1468 ch-^-ch 2 - 2 1 1 

1469 ch-^^ch 2 - 2 1 1 



1470 a-\ >-ch 2 - 2 1 1 



1471 ci-Q-ch 2 - 2 1 1 



H 



H 



H 



H 



H 



-CH 2 - 



-CH 2 -N-C-<(~^ 



-CH 2 -N-C- 



_CH 2 -N-C-^- CI 

-ch 2 -n-c-^Jk-f 



F 
CI 



1472 



CH 3 



12 0 R 



H 



-CH-M-C-f } 



H \=/ 



1473 



1474 



3< \^-CH 2 - 12 0 R 



Q 



CH 3 



12 0 R 



H 



H 



-CH 2 -NhC-Hf~i 



,CF, 



H \=/ 



-CH 2 -I^C-Hf~i 



£F 3 



H W/ 



WO 01/10439 PCT/JP00/05260 

15 4 

Table 1.135 

C N^ Pd " rZ^ 0 *"^ - k m n chirality - (C h 2 )J-(ch 2 ) 5 -G-R 6 

1475 'vL'n 1 2 0 R h ff '° 3 



1482 



1483 




1476 

B 



-CH 2 -^C^ 

yy** 1 2 o . r H -ch 2 -n-?-^ c 



-CH r 



1477 *OL.Q 1 2 0 R h ff 



_/ CH3 

1479 H 3 C-Q-CH 2 - 1 2 0 R H _ CHz _ J?.^ 3 

CH 3 H \=/ 



1478 BAlq 1 2 0 R h ? W" 



CF 3 



/ CH * o .CF 3 

1480 H r 7=\_ rH 1 2 0 R h k ]L/~4 

HjC \> /^ CH 2 — CH 2 — N-C— <^J^ 



1481 h 3 Ch£>CH 2 - 1 2 0 R H _ CHz _ ?^ CF3 

H3C ^ 

B \VCH 2 - 1 2 0 R H .ch^.^ 3 

H3 JTVch 2 - 1 2 0 R H „ u k J_/-< CF3 



P p 3 
H xJ 



1484 ctO'\>-ch 2 - 1 2 0 R H -cH^t^S 

1485 H 3 C-Q^-CH 2 - 1 2 0 R H _ CH2 -^-<pQr F 



WO 01/10439 



PCT/JP00/05260 



15 5 



Table 1.13 6 



Compd. R h^(CH 2 ) r 
No. Pr 21 



k m n chirality 



(CH 2 )p?-(CH 2 }; r 6-R 6 



1486 



ch 2 - 12 0 R 



-CH 2 -tf-OH0 



pCH 3 



1487 H 3 C-^>-CH 2 - 12 0 R 



H 



H 2 N C! 



1488 ^C-^Jh-CHr- 12 0 R 



H 



-CH 2 — f\hC 
H 



99H3 



1489 



CH 2 - 12 0 R 



H 



-CH 2 -N-C-<> 



1490 



H 3 C-<Q>-CH 2 - 1 2 



0 R 



-CH 2 - 



? N=< CH3 



1491 h 3 c-<£~^-ch 2 - 1. 2 0 R 



H 



— CH 2 — N-C 
H 



NH, 



1492 h 3 c-^~^-ch 2 - 12 0 R 



1493 



1494 



1495 



1496 



PH 3 



CH 3 
H 3 




CH 2 - 



CH 3 
PH 3 



CH 3 
pH 3 



CH 3 



12 0 R 



12 0 R 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



H 



H 



H 



H 



9 

-CH 2 -(^C 



9 £> 3 



H 3 C 



H 3 C 



WO 01/10439 



Table 1.137 



1 5 6 



PCT/JP00/05260 



Co N ^ pd - .^-(CH^- k m n chirality 



R 3 -(C^jp-Hc.H^G-R 6 
R 5 



1497 



1498 



1 499 



1500 



1501 



1502 



1503 



CH 3 



CH 3 
CH 3 



CH 3 
CH 3 



CH 3 
CH 3 



CH 3 
CH 3 



CH 3 
CH 3 

CH 3 



12 0 R 



12 0 R 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



CH 2 - 12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



9 



-CH 2 -N-0~< 



H 3 C-T / CH 3 
CH 3 



9 



) C.N 



-CH,— N-O 



9 

-CH 2 -M-C-<3 
H 



9 CH 3 

-CH 2 -N-C— <J 
H 



H v 



-CHj— N- 



CH 3 



PF 3 

•F 

F 

OCHF 2 



1504 H 2 f^^-CH 2 - 12 0 R 



H 



-CH : 



r 3 



1505 



CH 2 * 




ch 2 - 12 0 R 



1506 O-^ >-ch 2 - 2 1 1 



H 



H 



1507 chh( >-ch 2 - 2 1 1 



H 



-CH 2 -£- C -^ ) 
H,N 



WO 01/10439 



15 7 
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Table 1.138 



Compd. R S-(CH 2 ) r 
No. FT 1 



k m n chirality R 3 -(CH 2 )J-(CH 2 )p-G-R 6 



1508 ci-^^-ch 2 - 2 1 1 



1509 o-4>-ch 2 - 2 1 1 



1510 Ch-4>-CH 2 - 2 1 1 



H 



H 



H 



(><_ 

H 2 N 

-CH 2 -N-C-^ 



9 



-CH 2 -N-C-^ 




1511 a-C >-ch 2 - 2 1 1 



H 



-CH 2 -N-C-^fJ 



1512 CH-Q-CH 2 - 2 1 1 



1515 



1517 



1513 ci-£>-CH 2 - 2 1 1 



1514 (H 3 CCH,) 2 N-^-CH 2 - 2 2 1 



H 3 CO-^^-CH 2 - 



2 2 1 



1516 (HjCCHjJjN-^-CHj- 2 2 1 



HQ. 



H 3 C0 -O~ 



CH 2 - 



2 2 1 



1518 H3C( ^_ C h 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 2 N 



CI 



, H 2 N 



CI 



1rf 



-CH*-N-0 

H 2 N 



-CH 2 -^OH0 
H 2 N 



Br 



-CH,-N-C-^J 



If 

H 2 N 



WO 01/10439 



Table 1.139 



1 5 8 



PCT/JP00/05260 



C< No Pd p2^~^ CH2 ^i k m n chirality 



"(CH 2 )pf-(CH 2 )5-G-R 6 
R 5 



1519 



h 3 co-^^-ch 2 - 



2 2 1 



H 



-CHj-N-O 



CH ? \*^-OCI-b 



1520 Br— ^~^-CH 2 - 



1521 H 3 CO-\j)-CH 2 - 



1522 



1528 



1529 



H 3 CO 



CH 2 - 



H 3 CO 

1524 HO<>CH 2 - 



1 525 Br-^^CH 2 - 
1 526 H 3 CO-^^-CH 2 - 



1527 p-\ /~CH. r 



H 3 CO 
HsCO-hQt-CHz- 

H 3 CO 

H0 ~O" CHr 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



Br 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 - 



-CH 2 - 



■\t°-\j 



-CH 



PCF 3 



,OCF 3 



-CH 2 -N-C-(J 



PCF 3 



-CH 2 -N-C-^ 



,OCF 3 



■CH.-fj-C-^ 



WO 01/10439 PCT/JP00/05260 
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Table 1.140 

Compd. R S_(CH 2 ) r k m n chirality ' R 3 ~(CH 2 )J-(CH 2 )q-G-R 6 
No. R K p5 

1530 Br^Q-CH 2 - 1 2 0 R H -CH 2 -N-C-\ > 

F 

° /=< CF3 



1531 H 3 CO-(~^-CH 2 - 12 0 R H -CH 2 -N-C-hQ> 

F 

/~v 9 /=< CF3 

g-y_/- CH a- 1 2 0 R H - CH 2 - ^ C_ C^ 



1532 



1536 h 3 co-{ >-CH 2 - 1 2 0 R H 



1537 



1533 J;5=\_ CH2 _ 1 2 0 R H - C H 2 -J-0 

F 

,CF 3 



-CH 2 -N-C^0> 



H 3 CO 

1534 H0-0-CH 2 - 1 2 0 R H 

1535 Bi— {""V-CHj- 1 2 0 R H 



F 

P p 3 



-CH2-M-C-Y 



-CH 2 -N-C-\ >-F 



?^>" CH2 " 1 2 0 R H .cH^gi^^ 

H 3 CO r> P F 3 

1538 H3 CO^-ch 2 - 1 2 0 R H _ CH ^_^_ F 

H3CO p ,CF 3 

1539 ^^^V^u- 1 2 0 R H 18 >— < 



HO-^J>-CH 2 - * v " -CH 2 -Nf-C^_/-F 

O / CF 3 

1540 Bi—^~^-ch 2 - 1 2 0 R H -ch 2 -n-c-^_>-f 



WO 01/10439 



PCT/JPOO/05260 



16 0 



Table 1.141 



m n chirality R 3 



'(CH 2 )pt-(CH 2 )5-G-R 6 
R 5 



1541 H 3 CCMx>-CH 2 - 12 0 R 



H 



1542 



1543 



H 3 CO^_J^C— 



12 0 R 



12 0 R 



H 



F 

.CF, 



-CH 2 -N-C-\_^-F 



1544 



1545 




H 3 CC 

HO"Vy-CH 2 - 



12 0 R 



12 0 R 



H 



H 



-CH,-N-C-^H 



- C H 2 -N-?-^ 



F 

PF 3 



1546 h 3 co^-ch 2 - 12 0 R 

F F 



1547 



Br 



ch 2 - 12 0 R 



H 



9 

-CH 2 — N-C- 



H \=/ 



1548 H 3 c-^~)-CH 2 - 12 0 R 



H 



HaC^C/CHa 



CH 3 



1 549 h 3 c-^~^-ch 2 - 12 0 R 



H 



p CH=C(CH 3 ) 2 

-CH 2 -NhC-<f 

H >-ch 3 



H 3 C 



1550 H 3 c-4 >-CH 2 - 12 0 R 



H 



9 

HN-C 



H 3 CO 



1551 h 3 c-^~)-Ch 2 - 12 0 R 



H 
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Table 1.142 



Compd. n >(CH 2 ) r k m n chirality R 3 
No. R 2/ 1 



"(CH 2 ) F f-(CH 2 )5-G-R 6 



1552 



h 3 c-(^-ch 2 - 12 0 R 



1553 h,cH>-CH 2 - 12 0 R 



H 



H 



— CH, 



1554 H 3 C-^>-C H 2- 12 0 R 



1555 h 3 C-( }-CH 2 - 12 0 R 



1556 H 3 C-(~)-CH 2 - 12 0 R 



1557 H 3 c-T>- CH 2- 12 0 R 



H 



H 



H 



H 



9 

-CH 2 — N-C 



9 l.r CH * 

— CHj— N-C- 



? H 3 

H V N 
H 3 C 

;h 3 



H 3 C 
H 3 C 



1558 h 3 c-^~)-ch 2 - 12 0 R 



H 



9 ,M=H 

H 3 C ^CH 3 



1559 h 3 c-(>-CH 2 - 12 0 R 



1560 h 3 c-T>- ch 2*" 12 0 R 



1561 H 3 C-{ Vch 2 - 12 0 R 



1 562 H 3 C-Q-CH 2 - 12 0 R 



H 



H 



H 



H 



? >^ C(CH3)3 

h n- n 

H 3 C 

-CH 2 -N-C^_^n 



-ch 2 -^c-<p 



CH 3 
CH 3 
CH 3 



9 /=\ 

-CH 2 -N-C-^ 

O z N OCH 3 



WO 01/10439 
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16 2 



Table 1.143 



Compd. R V(CH 2 )- k m n chirality 
No. pr 



~(CH 2 )p|-(CH 2 )5-G-R 
R 5 



_ D 6 



1563 h 3 C-hQkch 2 - 12 0 R 

1564 h 3 C-^^-CH 2 - 12 0 R 



1565 



1566 



1567 



1568 



1569 



CH 3 



CH 2 - 12 0 R 



CH 3 
CH 3 




g^CH 2 - 12 0 R 

CH 3 
CH 3 

rt-CH 2 - 12 0 R 



CH 3 
CH 3 

CH 3 
PH 3 

CH 3 



12 0 R 



12 0 R 



1570 h 3 CS-^^h-CH 2 - 2 2 1 

1 571 h 3 c&h^^-ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



CI 

Hi 

9 



-CH 2 



H 3 CO 



-CH 2 -^C-hQ 



O z N OCH3 
1 



CJ ■ 



0 



cf 3 
a 



H 2 M 



CI 



-CHj-N-C 



CHt- 



2 2 1 



H 



-CH 2 -N-C-f 7 



P p 3 



H \=/ 



1573 h.co^Ak-^c-O-ch,- 2 2 1 



H 



CF 3 



_CH 2 -N{-C-^ 
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Table 1.144 



Compd. R V(CH 2 ) r 
No. Pr 



k m n chirality R 3 



r 

R 5 



1574 B.^O- pr o-<~)-cH l - 2 • 2 



H 



- CH *-[t C -C5 



1575 c-£)-n-£-h£>ch,- 2 2 



H 



H \==/ 



1576 



-221 



H 



-CH 2 



1 577 HO(CH^ r N-G-^^-CH 2 - 2 2 1 



H 



-CH 2 - 



.CF 3 



H \=/ 



1578 "^O^. 2 2 1 



H 



-CH 2 -M-C-h(_) 



CH 3 

1579 2 2 1 



■ CHf-N-O-^ 



1580 O^-Och, 



2 2 1 



H 



1581 ch-^^-ch 2 - 2 2 1 



1582 chhQ- 



CH,- 2 2 1 



1583 C 



12 0 R 



1584 CH-(>-CH 2 - 12 0 R 



H 



H 



H 



H 



O O 



Br 



-chj-{T<=-^0> 
o o 



9 



-CH 2 -N-C- 




9 

-CH 2 -N-0 



H,N 



,CF a 



,OCF 3 
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Table 1.145 



Compd. R S-(CH 2 )r 
No. Pr ' 



f k m n chirality 



-(CH 2 )X( 



-(CH 2 )p-t-(CH 2 )q-G-R 6 
R 5 



1585 a-<Qv-CH 2 - 



1586 a-(~)-CH 2 - 



1593 



1594 



1595 



1 587 0-^J>-ch 2 - 



1 588 CHH^^-CH 2 - 
1 589 H 3 C-^^>-CH 2 - 



1590 n 3 c-^ >-ch 2 - 



1591 H 3 C-\>-CH 2 - 



1 592 H 3 C-^~^-CH 2 - 



H 3 CH^-CH 2 - 



CH 3 
CH 3 




CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



- CH ^ C -Q 

p ,CH 3 
-CH 2 -N-C-Q> 

-CH 2 -N-C-^J 
H 2 N 

-CH.-M-C-^J 



-CH 2 - 



-CH, 



■ H \=N 



MS 



H 2 N 



-CH 2 -^-C-f ^ 



CH 3 



H )=/ 
H 2 N 



WO 01/10439 PCT/JP00/05260 
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Table 1.146 

Compd. R V(CH 2 ) r k m n chirality ' R 3 -(CH 2 )^(CH 2 )q-G-R 6 
No. R r5 



1596 



1597 



1 598 



1 599 



J" 3 0 P 

£/- CH *- 1 2 0 R H _ CH *_0 

CH 3 H N 

g^~ CH *- 1 2 0 R H _ CH2 _N.?^M 

CH 3 H ^ 



CH 3 
CH 3 



£f- CH *- 1 2 0 R H _ CH2 _^?_^ 

CH 3 H 

:M Q" CHr 2 2 1 - H -CH 2 -N-C-^5 



1601 CH<>-CHf 2 2 1 



3 



H -CH 2 -^C-H^ 
H 2 N 

1602 CI-hQ-CH 2 - 2 2 1 H _ CHa _N.£-^^ 



3 



1603 Cl-Q-CHj- 2 2 1 H _ CH _^£_/^j> 

1 604 O-O-CH,- 2 2 1 - H -CH^^Q^ 



1605 a-Q>- CH 2- 2 2 1 - H _ CH2 _N_£_£i> 

s 

1606 C1-h^-CH 2 - 1 2 0 R H _ CH2 _JL/~i 



3 



,SCF 3 

„ w> 



WO 01/10439 
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Table 1.147 



R 1 

Compd. ""^(CHa).— k m n chirality 
No. R 2 



R 3 "(CHs^CH^G-R 



:-q6 



1607 



1608 



1609 



H3C-O- 



ch 2 - 12 0 R 



CH 3 
CH 3 



12 0 R 



ch^^ch 2 - 2 2 1 



1610 Cp^^OcH,- 2 2 1 



1611 c^>-n-I-<^>ch 2 - 2 2 1 



1612 H^OtCH^-N-C-^^CH,- 2 2 1 



CH 3 , 



1613 k,^^^ 



2 2 1 



1614 F3CS-^^-CH 2 - 12 0 R 

1615 F 3 CS--Q-CH 2 ~ 2 2 1 



1616 F 3 cs-\ >-CH 2 - 2 2 1 



1617 F^&^Q-CH,- 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 ^ SCF3 



9 / SCF ' 

-CH 2 -N-C-Q> 



-CH 2 -|vhC-^ 



,SCF 3 



-CH- 



o cp3 



-CH 2 -N-C-(J 



-CH 



-CHa-N-C-^ 
-CH^N-C-^J) 



9 

-CH 2 — N-O 



H 2 N 



Br 
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Table 1.148 



R 1 

Compd. "-^(ch^ k m n chirality 
No. 9r 



R 3 



•(CH 2 )pt(CH 2 )^G-R 6 
R 5 



1618 



1619 



1620 



1621 



1622 



1624 



CH 2 - 



CH 2 - 



H 3 CO-^~^-CH 2 - 
H 3 CO-^])>-CH 2 - 
H 3 CO-^^-CH 2 - 



1 623 HO-\>-CH 2 - 



CH 2 - 



1 625 HO-\ >"CH 2 - 



1 626 HO-\>-CH 2 - 



1 627 HO-^-CH 2 - 



1628 H 3 CS-6 ^-CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C— f > 



.CF 3 



F 

P F 3 



-CH 2 -N-C-^^- 
-CHz-f^C-^V 1 



-CH 



-CH 2 "N-C-<^ 



.OCF, 



-CH 2 -N-C-f > 



CP3 



H N==( 
F 



-CH 2 -N-C-^Jh-F 



F 

F 

P F 3 



H \=< 
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Table 1.149 



Compd. R ^- (CH2 ) r 

k m n chirality 



-(CH 2 b^( 



-(^^(Ch^G-R 6 



1629 h 2 cs-\}-ch 2 - 12 0 R 



H 



-CH 2 



1630 H3< YVch 2 - 12 0 R 
o 



1631 HjNCHj-^J-CHa- 12 0 R 



1632 CF3 _^Vch 2 - 1 2 0 R 



1633 



1637 



1638 



1639 



H 3 CS 



>=N 



NO 



12 0 R 



1634 (HjChCH-Q-CHj- 12 0 R 



1635 H 3 C-(~~)-CH 2 - 12 0 R 



1636 h 3 c-\>-ch 2 - 12 0 R 



;h 3 

CH 3 
H 3 

xT-CH 2 

CH 3 
CH 3 

CH 2 " 
CH 3 




12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



-CH s -N-C-<_> 

-CH 2 -^C-^J) 
-CHa-N-C-^J 

-CH 2 -N-C-<^_y-C(CH 3 ) 3 
H 3 C CH 3 



-CH 2 



P 



H -CH 2 -IS{-C-QK-(CH 2 ) 4 CH3 



-CH 2 -N-C 



0(CH 2 ) 3 CH3 



H 2 N 
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Table 1.150 



n1 

c °No pd " R ^ > ~ (CH2)r k m n chiralit y 



(CH 2 )pf-(CH 2 )^G-R 



-□6 



1640 



1641 



1642 



1643 



1644 



1645 



1646 



CH 3 



CH 3 
CH 3 



12 0 R 



12 0 R 



CH 3 
CH 3 



ch 2 - 12 0 R 



CH 
CH 3 



CH 3 
CH 3 

CH 3 



CH 2 - 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



1647 h 3 c(ch 2 ) 3 -<(^ch 2 - 2 2 1 



1648 h^ch^-Q-ov- 12 0 R 



1649 h 3 c(04 2 ) 2 --{~^ch 2 - 2 2 1 



1650 h,c(ch 2 ) 2 -^kch 2 - .12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH2-N-C-hQ^N-(CH 2 ) 3 CH 3 

-CH 2 - ^C-H^^H-OC F 2 C HC )F 
-CH 2 -f^C— f N 

-CH,-N-C-< X >-^ 
H \=/ 



-CHrN-C-(j 

-CH 2 -NrC-{J> 
-CH.-N-C-^J 
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17 0 



Table 1.151 



Compd. R S-(CH 2 ) r 
No. Pr 21 



k m n chirality R 3 



R 5 



1651 h 3 c(ch 2 ) 3 -^-ch 2 - 2 2 1 



1652 H3C{CH2) 3 -\ )-ch 2 - 2 2 1 



1653 h 3 c(ch 2 ) 2 -\ /Kch 2 - 2 2 1 



1654 KjC(Ch 2 ) 2 --{ >-ch 2 - 2 2 1 



1 655 ^j-TW 2 2 1 



1656 H 3 c ( cH 2 ) i -< >ch 2 - 2 2 1 



1657 h 3 c{ch 2 ) 2 -(7^" ch 2- 2 2 1 



1658 h 3 c(ch 2 ) 2 -\/- ch 2- 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



o P r 
- C H 2 -N- C -^J> 

h 2 n : 



-CHj-N-C 



.Br 



H 2 N 



-CH 2 -NhC-^0 
H 2 N 



CI 



-CHj-N-C- 



o P 



-CH 2 -N-C^J> 



CI 



1659 ch\>-ch 2 - 2 2 1 



1660 Br-^^-CH 2 - 12 0 R 



1661 Br-< /)-CH 2 - 12 0 R 



H 



H 



H 



-CH 2 - 



H 2 N CI 



-ch^c-hQ 

H 2 N 



-CH 2 -N-C-0 



OCF- 
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Table 1.152 



Compd. r S^ (C h 2 ) k m n chirality 

No. R 2 



~(CH 2 )p?-( 



-d6 



-(CH 2 )5-t-(CH 2 )g-G-R 
R 5 



1662 Br-H^^-CH 2 - 12 0 R 

1663 8r-^^CH 2 - 12 0 R 



1664 h 3 CS-h(>-ch 2 - 2 2 1 



1665 H 3 CS-^^-CH 2 - 2 2 1 



1666 



H 3 CS-^^-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 2 N 



H 2 N 



CI 



■ H 2 N 



PF 3 



PCFri 



H 2 N 
H 2 N 



1667 H3CCH 2 -< )-CH 2 - 2 2 1 



1668 H3CCH 2 --\/~ CH 2" 2 2 1 



1669 HjCCh 2 — ^ >-ch 2 - 2 2 1 



1670 HjCCh^ V-chu- 2 2 1 



1671 h,cch 2 -( Vch 2 - 2 2 1 



1672 HjCCHj-^ >-ch 2 - 2 2 1 



H 



"H 



H 



H 



H 



H 0^ Br 

H 2 N 
H 2 N 



-CH 2 - 



H >=/ 
H 2 N 



ff 

-CH 2 -N-C- 



H 2 N 



H 2 N 
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Table 1.153 



R 1 

Compd. \^ (CH2)r k m n chjraljty 
No. R 



-(CH 2 )p?-(CH 2 )5-G-R 6 



1673 h,cch 2 -^T>-ch,- 2 2 1 



H 



1674 f^O" 0 " 2 " 2 2 1 

1675 f ^O™ ch 2- 2 2 1 



1676 f-hQ-CH 2 - 2 2 1 



1677 



1680 



//-CH 2 - 2 2 1 



1678 *-^y-° H 2- 2 2 1 

1679 ^-O"^ 2 " 2 2 1 



F-Q-CH 2 - 2 2 1 



1681 F-^~~)-CH 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -j^C-^fJ^ 



Br 



-CH 2 -^C-/ = J)— i 
H 2 N 

-CH 2 -N-C-< / ? 



H 2 N 



-CH 2 -^C^0> 
H 2 N 

-CH 2 -N-C-^ 
H 2 N 

H 2 N . 



-CH 2 -IvhC— f > 



PCF 3 



H >=/ 
H 2 N 



PF 3 



H )==/ 
H 2 N 



1682 



p-(^-ch^ 2 2 1 



H 



-CH 2 - 



1683 O^^^O^^ 2 " 2 2 1 



H 



-CH 2 -J|C-<^j[ 
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Table 1.154 



pi 

Compd. "^>- (CH2 ) k m n chirality 
No. Fr 



R 3 ~(CH 2 )pT7 



_q6 



p i _ (CH 2 )q-G-R 
R 5 



1684 Q-»t{y-cH 2 - 2 2 1 



1685 (3-n-chQhch 2 - 2 2 1 



1686 o^^O- cH '- 2 2 1 



1687 O-Jj-^-O-^- 2 2 1 



1688 <Q-n-ohQ-ch 2 - 2 2 1 



1689 ^-n-^Q-ch,- 



2 2 1 



1690 0~;*£-Q~ch*- 2 2 1 



H 



H 



H 



H 



H 



H 



H 




-CHj-N-C-^J-F 
H 2 N 

9 



-cutn-o-Q 




Br 



H 2 N 
H 2 N 



-CK 



-CH 2 -N-C-/~S 



CI 



H >=/ 
H 2 N 



-CH 2 -lvJ-C-Hf > 



OCF 3 



H >=/ 
H 2 N 



-CH 2 -N-C-< > 



P F 3 



H )=/ 
H 2 N 



1691 O^H^O" CHr 2 2 1 



9 

~CH 2 -N-G 



1692 



, CH 3 
H 3 C_ 0^ CHr 



12 0 R 



H 



-CH 2 -N-C-< » 



1693 



,CH 3 



CH 2 - 



12 0 R 



CH 3 

1694 h 3 c-Qhch 2 - 1 



2 0 R 



H 



H 



-CH 2 -N-C-^Q^-F 
H 2 N 

-CHj-Kf-C-^ 
H 2 N 
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Table 1.155 



Q 1 

Compd. \_ (CH2) k m n chirality 
No. Fr 



-(CH 2 )J- 



-q6 



(CH 2 )^t-(CH 2 )q-Q-R 
R 



1697 



_y CH3 



1695 „ a0 -0-CHr 1 2 ° R 



,CH 3 

1696 H3 C^KCH 2 - 1 2 0 



,CH 3 



CH 2 - 



CH 3 



R 



12 0 R 



1698 H3 c-<=>ch 2 - 1 2 0 R 



7 CH 3 

1699 H3 cHfi-CH 2 - 1 2 0 R 



H 



H 



H 



H 



H 



Br 



-CH 2 -^C-0 
H 2 N 

H 2 N 



CI 



-CHf-N-O ^ 
H 2 N 



-CH 2 -N-C- 



H,N 



,QCF 3 



.CF 3 



-CH 2 -N-C-H^ 
H 2 N 



CH 3 

1700 H 3 C-^CH 2 - 1 2 ° 



H 



-CH 2 -N-C— CI 



1701 h^ch-Q-ch*- 12 0 R 



1702 h 3 co-Q-ch 2 - 12 0 R 



1 703 CH2 " 12 0 R 



1704 hohQ>-CH 2 - 12 0 R 



1705 



12 0 R 



H 



H 



H 



H 



H 



P F 3 



-CH 2 -M-C- ^ 
H 2 N 



H 2 N 



-.CF 3 



-CH 2 



PF3 



H >==/ 
H,N 



-CH 2 --n-C-< 7 



£F 3 



H )==/ 
H 2 N 



-CH 2 -N-C-f > 



H >=/ 
H 2 N 
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Table 1.156 



CO N m o Pd ' R> (CH2 »r k 



m n chirality ' R 3 



-(CH 2 Jp-( 



-q6 



'(CH 2 )p-j-(CH 2 )5-G-R 
R 5 



1706 



1707 



CH r 12 0 R 



H 3 CS-^^-CH 2 - 12 0 R 



1708 H3CCH 2 -<( >-ch 2 - 12 0 R 



1709 (HaC^CK-^jKCHr 12 0 R 



H 3 Q 



1710 B 



12 0 R 



H 



H 



H 



H 



H 



H 3 C 



H 2 N 
H 2 N 

_ C H 2 _N_ C _£J> 
H 2 N 

H 2 N 



1711 



CH 3 



CH 2 - 



12 0 R 



H 



H3CCH2O 

1712 hc^O-ch,- 1 2 0 R 



H 



_ CH2 _M. C _^J 



1713 H ^^. CH2 _ 1 2 0 R 



H 



-CH 2 -^C~/~i 



P F 3 



1715 



HQ 



1714 H 3 CQ--y^-CH 2 -- 1 2 



0 R 



HO 




12 0 R 



>~CH 2 - 



H 



H 



9 



9 ^/ CF3 



vi CF3 



1716 



^Vch 2 - 



12 0 R 



H 



-CH, 



9 ^ CF3 
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Table 1.157 

C ° N ^ pd - p2>( CH 2)r k m n chirality R 3 -(CH 2 ^(CH 2 ^-G-R 

R 

<3CH 3 CF 3 

1717 Ha a>f)-CHr 1 2 0 R H _ CHz _^_^ 

1 ?H 3 ^ pF 3 



1719 



1723 



1725 



1727 



1718 " ^-ch 2 - 1 2 0 R h -ch^L^ 

CH 3 

zy™*- 1 2 o r h _ CHz _^i^ 



p 

1720 ^c-Q^ch,- 1 2 0 R H _ ch _n.£_£J 



1721 H,CCH 2 -<rj>-CH 2 - 1 2 0 R H 



1722 



-CH 2 -N-C^> 
F 

? W CF> 



^-^-CHjt 1 2 0 R H " CH 2-N-C-^ 

F 

/=\ Q / CF3 

£-\_/-ch 2 - 1 2 0 R H - CH 2-|^ C -Q > 



CH 3 <jj> 

1724 H3 C-^CH 2 - 1 2 0 R H _ C H 2 -M-C-Q 

F 



F 

PF 3 



P H 3 ^ pF 3 



h 3 C-^^-Ch 2 - 1 2 0 R H ~ CH2 "h" C_h ^^ 

H 3 C F 

1726 ^cch.-^Q-ch,- 1 2 0 R H -ch 2 -n-c-h^-i 
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17 7 

Table 1.158 




WO 01/10439 
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17 8 



Table 1.159 



m n chirality R 3 



-(CH2)J-( 



-Q6 



iCH 2 )pH-(CH 2 )q-G-R 
R 5 



1739 (K|C) 2 CH-£ ^-chj- 



1740 



1743 



1744 



1745 



1747 



1749 



CH 2 - 



1741 H3CS-Qk-CH 2 - 



1742 h,cch 2 -£ >-ch 2 - 



CH 2 - 



CH 2 - 



CH 2 - 



1 746 <H3C) 2 ci+-^^-chs 



( ^^-CH 2 - 



1 748 H,CCH 2 — <£^-CH 2 - 



,CH 3 ' 



H 3 C-i >"CH 2 - 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH, 



-CH 2 - 



9 ^ CF3 

f 



-CH 2 - 



-CH 2 -N-C-^J 



-CH 2 - 



-ch 2 -^c-h(]5 

-CH 2 -N-C-^ 
H 2 N 



-CH 2 -NHC-^J 
H Z N- 

-CHs-JJ-C-^J 
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Table 1.160 



Compd. R S~(CH 2 ) r k 
No. R 2/ *' K 



m n chirality R 3 



R 5 



1 750 



6> 



CH2 " 12 0 R 



1 75 1 H 3 CSH^^-CH 2 -- 



1753 



1754 



1758 



1 2 0 • R 



1752 ^cch 2 --(Vch 2 -> 12 0 R 



2 ~ 1 2 0 R 



CH 3 
CH 2 - 



12 0 R 



,CH 3 




1755 H 3C-^_ /-CHr 12 0 R 

H 3 C 

1756 (HjCbCH-^^-cHr 1-20 R 

Br Br 

1757 Br -{~VcH 2 - 12 0 R 

Br Br 
Br Br 



H 3 CO-H^VcH 2 - 



12 0 R 



Br Br 



1759 h 3 c-^^-ch 2 - 12 0 R 



1 760 h 3 o 



CH 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -M-C-^J> 



PCF 3 



-CH 2 -f^-C-V^> 



OCF, 



H N=/ 



OCF 3 



i£d 



-CH 



OC? 



PCF 3 



-CH 2 - 



PCF^ 



-CH 



H \=/ 



9 _/ CF3 



.CF, 



_ CHj _^ c _^ 

o 



9 



-CH 2 -N-C 



OCKj 



CF^CHOF 
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Table 1.161 



PCT/JPOO/05260 



18 0 



C N m o Pd ' R2> (CH ^r k m n chirality R 3 



? 4 
R 5 



R 

-(CHaJ^-f-CCH^G-R 6 



1761 h 3 chQ-ch 2 - 12 0 R 



1762 



CH 3 

CH-, 



ch 2 - 1 2 0 " R 



H 



H 



-CH2-N-C 



o 



6' 



1763 



o 



CH 2 - 2 2 0 



OCH 2 CH 3 



H \=/ 



1764 



o 



ch 2 - 2 2 0 



H 



— CH2CH2— N-C 



O > 



PCH2CH3 



1765 



<(]}^ CH 2- 2 2 0 



1766 <0^ CH2 ~ 2 2 0 



1 767 ch(}- 



ch 2 - 1 3 1 



H 



H 



H 



(5) p OCH2CH3 

CH 2 CH(CH3) 2 
( ^ <jj> OCH 2 CH 3 

~* CH "lt CH w 



CH 2 CH(CH3) 2 



pCH 2 CH 3 



H N=/ 



1768 chhQh-ch 2 - 1 3 1 



1769 



1770 



1771 



ch 3 

CH 3 
CH 3 

CH 3 
CH 3 

CH 3 



12 0 R 



12 0 R 



12 0 R 



H 



H 



H 



— CH2CH2— N-O 



9 



q £>CH 2 CH 3 



a-9 HCfr 20 



-CH?-N-C— (' > ° CI 



9 



(HjC) 3 C-<pH-N-C^ 
H 3 C H O 



WO 01/10439 
Table 1.1 6 2 



18 1 
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R 1 R 
C °No. d ' R 2>" {CH 2>r k m n chirality R> -(CH^fCH^G-R 6 

R 



1772 



1773 



1774 



1775 



1776 



1777 



1779 



CH- 
CH ; 

CH : 



ch 2 - 12 0 R 



ch 2 - 12 0 R 



CH 3 

CH 2 
CH 3 



CH 2 - 



12 0 R 



12 0 R 



H 3 co 



H 3 CO-<^^-CH 2 -- 1 2 
HO 



0 R 



CH 2 - 



2 2 1 



CI 



1 778 H 3 c-^^CH2- 2 2 1 




V_/ CH2 ~ 2 2 



1780 Br-H^~~^>--CH 2 -- 2 2 1 



1781 Hi 



CHr- 2 2 1 



1 782 h 2 c=chh^-ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 

-CHrN-C 



-CH; 



H 3 C 



OCH 3 



H 2 N 



9_ 

H 2 N 

9 



v <-< CF3 

_ C H 2 _^c-<Q 
H 2 N 



H 2 N 



CF, 



H,N 



-CH 2 -N-c-<f > 

H; 

-ch 2 -n-c— 

H 2 N 



H )=/ 
H 2 N 




,CF a 



H 2 N 



-CH 



WO 01/10439 
Table 1.16 3 



18 2 



PCT/JP00/05260 



Co N ^ pd - ^a>"<CH 2 ) r k m n chirality R 3 



ft' 



-(CH 2 fc-r-(CH 2 fe-G-R 6 



1783 nc-<Q>-ch 2 - 2 2 



^~)-ch 2 - 2 2 1 



1784 



1785 cH 3 (CH 2 te-^ >-ch 2 - 2 2 1 



H 



H 



H 



H 2 N 



CF-, 



-CH^-N-C-^J 
H 2 N 

-CH 2 -^C-fJ) 
H->N 



1786 



ch 2 - 2 2 1 



1 787 cHaCC^r-^-CHj- 12 0 R 



H 



H 



-CH 2 -M-C— f > 



H )=/ 
H 2 N 



-CH 



H 2 N 



CH 3 



1788 



1792 



CH 2 - 



2 2 1 



1789 h 3 cgmQkch2- 2 2 1- 

1790 ch^Q--ch 2 - 1 2 0 S 



1791 c^O"^ 2- 1 2 0 S 



CH 3 



H 3 C-4>-CH 2 - 



2 2 1 



H 



H 



H 



H 



-CH 2 -^C--/~i> 



H >==/ 
H 2 N 



_CH,-N.O-£_> 
H 2 N 



9 X 

-CH 2 -N-C-f > 



PF 3 



H >=/ 
H 2 N 



PC F 3 



-CH 2 -^0 
H 2 N 



-CH 2 - 



H 2 N 



1793 



a 



CH2~ 



2 2 1 



H 



9 



-CH 2 -^CH^Jh-F 
H 2 N 
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Table 1.164 



Compd. «;>,CH3^ 



k m n chirality R 3 



FT 



"(CH 2 )p-F-(CH 2 )^G-R 6 
R 5 



1794 HjC-^^-CHj- 2 2 1 



1795 cr\_T CH i- 2 2 1 



1796 Br-\ >-ch 2 - 2 2 1 



1801 



1803 




1797 ho-4>-ch 2 - 2 2 1 



1798 h 3 co-^~^-ch 2 - 2 2 1 



1799 h 2 c=ch-^^-ch 2 - 2 2 1 



1800 nc-<Q>-ch 2 - 2 2 1 



<(~)-ch 2 - 2 2 1 



1802 ho-^~)-ch 2 - 12 0 R 

H 3 CCH 2 0 



HO-^3~ CH 2 



12 0 R 



H 3 C 



1804 h,c(Ch 2 ) 2 -\ >ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -J^CH^J)— F 
H 2 N 



H 2 
9 



-CH 2 -N-C-^J-F 
H 2 N 




"CH,-N-C-^J-F 
H 2 N 

-CH 2 -N-C-^-F 
H 2 N 

-CH 2 -N-C-h^^F 
H 2 N 




-CH^N-C-^J-F 
H 2 N 




-CHj-N-C-^J-F 



-CH 2 -N-C— fTV-F 
H >=/ 

H,N 




PF 3 
H )=/ 

CF 3 



H 2 N 
H 2 N 



WO 01/10439 
Table 1.165 



PCT/JPOO/05260 



18 4 



Compd. R V( C H 2 ), 
No. R 2 ^ 2; ' 



p k m n chirality R 3 



-(CH 2 ) r f-(CH 2 ) r G-R 6 
R 5 



1805 


Br- {3~ CH 2~ 


I 2 


0 


R 


H 


9 /-K SCF3 

-CH 2 -^C^Q 


1806 


h 3 cohQ-ch 2 - " 


1 2 


0 


R 


H 


9 / SCF 3 
-° H 2-N- C ~0 


1807 


H 3 CO 

ho ~\3~ ch2_ 


2 


0 


R 


H 


9 a-< SCF3 
-ch^chQ .. 


1808 


H 3 CO-^~^-CH 2 - 1 


2 


0 


R 


H 


9 W SCF3 


1809 


HC-^~^-CH 2 - 1 


2 


0 


R 


H 


9 W SCF3 


1810 


o 


2 


0 


R 


H 


9 W SCF3 

-CH 2 -N-C-<Q 


181 1 


f^y-Wr 1 


2 


0 


R 


H 


9 /-< SCF3 

-CH 2 -N-C^Q 


1812 


h 3 cs-^3~ ch 2~ 1 


2 


0 


R 


H 


-CH 2 -N-C^J> 


1813 


HjCCHj— £^-CH 2 - 1 


2 


0 


R 


H 


-CH 2 -N-C^3 


1814 


0-^~)~CH 2 - 1 


2 


0 


R 


H 


9 ^-< SCF3 


1815 


,CH 3 

H 3 C-(^-CH 2 - 1 


2 


0 


R 


H 


9 /-< SCF3 

-CH 2 -N-C^Q> 



WO 01/10439 
Table 1.166 



18 5 



PCT/JP00/05260 



C °No d ' R 2^ (CH 2 ) r k m n chirality -R> -(C^Jp-^CH^G-R 6 



1816 


(CH 3 ) 2 CH-£^-CH r 1 


2 


0 


R 


H . 


SC Fi 


1817 


(C^hC^Qy-CHj- 1 


2 


0 


R 


H 


-CH 2 -N-C-^J 


1818 


Bi-nQ>-CH 2 - 1 


2 


0 


R 


H 


OP MP 

T CH 2 -|nJ-C-<^J> 


1819 


H3 CO— ^ ^—CH 2~ 1 


2 


0 


R 


H 


O OCHF 2 

-CH 2 -N-C-<Q> 


1820 


HC-Q>-CH 2 - 1 


2 


0 


R 


H 


OP UP 
~ CH 2-|t C "0 


1821 


HQ 

H 3 CC-^~^-CH 2 - 1 


2 


0 


R 


H 


OCHF-, 
-CHa-N-C-^ 


1822 


HO-^^-CH 2 - 1 


2 


0 


R 


H 


O / 2 
-CH 2 -^C-£j 


1823 


0^_>CH 2 - 1 


2 


0 


R 


H 


_ OC HFo 
-CH 2 -NhC-<W/ 






O 


n 
u 


n 


hi 


9 W° CHF2 

-CH 2 -N-C-^J> 


1825 


H 3 CS-Q^CH 2 - 1 


2 


0 


R 


H 


9 / OCHF 2 
- CH 2-{t C_ 0 


1826 


H 3 CCH 2 — ^^-CH 2 - 1 


2 


0 


R 


H 


^ OCHF 2 

-CH 2 -N-C-{3 



WO 01/10439 
Table 1.1 67 



18 6 



PCT/JP00/05260 



Co N ^ pd - p2> (CH 2>r k m n chirality 



(CH 2 b-H(CH 2 )^G-R 



-d6 



1827 



12 0 R 



CH 3 

18 28 h 3 chQ-ch 2 - 1 2 0 R 



/ CH 3 

1 829 H 3 C-^Q^-CH 2 - 12 0 R 

H 3 C 



1830 (ch^chhQhchs- 12 0 R 



H 



H 



H 



H 



9 
-c- 

H \=/ 



-CH 2 -M-C— /~^> 



OCHF, 



9 



-CH 2 -M-C- w 



PCHF 2 



-CH 2 -N-C— f > 



OCHF 2 



-CH 2 -N-C— 



pCHF 2 



1 83 1 Bi-hQ^-ch 2 - 12 0 R 



H 



9 O^C(CH 3 ) 3 



"ft c -<J 



1832 h 3 ccm^^-ch 2 - 12 0 R 



H 



? CV^(CH 3 ) 3 
-CH 2 -N-C^Qf 



H 3 cq 

1833 ho^CH 2 - 1 2 0 R 



1834 



H 3 CO^^-CH 2 - 



12 0 R 



H 



H 



9 0~^C(CH 3 ) 3 

9 0^ c <CH 3 ) 3 
-CH 2 -^C-^J 



1835 ho-Q-CH 2 - 1 2 0 . R 



1836 



1837 



g-£~)-CH 2 - 



12 0 R 



2 ~ 1 2 0 R 



H 



H 



9 O^C(CH 3 ) 3 
9 O^C(CH 3 ) 3 

-ch 2 -n-c-hQ 



9 O^C(CH 3 ) 3 
-CH 2 -N-C-^J 



WO 01/10439 



PCT/JPOO/05260 



Table 1.168 



1 8 7 



Compd. R S„ (CH v_ 
No. Pr 1 



k m n chirality R 3 



-(CH 2 )J-i 



-d6 



^WCH^G-R 



1838 h 3 cs-^^-ch,- 1 2 0 



R 



H 



ff O^C(CH 3 ) 3 
-CH 2 -N-C-<£J 



1840 



1846 



1848 



1839 h 3 cch 2 -4 VcH,- 12 0 R 



2 1 2 0 R 



CH, 



1841 H 3 cH^CH 2 - 1 2 0 R 

CH 3 

1842 h 3 C-^])^ch 2 - 12 0 R 

H 3 C 

1843 (CH 3 ) 2 cHHQ-cH r 12 0 R 

1844 (ch 3 )3C-<Q>--ch 2 - 12 0 R 

1 845 H 3 ccH 2 -^r = VcH 2 - 12 0 R 



,CH 3 

H 3 C 



12 0 R 



1847 (CH 3 )3C-\ ^ch 2 - 12 0 R 



H 3 CC> 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 O^C(CH 3 ) 3 

9 O^C(CH 3 ) 3 
-CH 2 -jshC-^J 

9 CX^C(CH 3 ) 3 
-CH 2 -fshC-^J 

9 CX^C(CH 3 ) 3 

9 0^/C(CH 3 ) 3 
-CH 2 -^C-hQT 

. 9 CX^ C (CH 3 ) 3 
-CH 2 -[vhC-^J 



-CH2-^C-H^ 



CH 2-\ /-CH 2 CH 3 



-CH 2 "-N-C-^> 



,SCF 3 



OCHFo 



-CH 2 -N-C-^ 



WO 01/10439 
Table 1.1 69 



18 8 



PCT/JP00/05260 



c °N m 0 pd ' R2> (CH2) r k m n chiralit v * 3 



"(CHa^CCH^G-R 6 
R 5 



1849 



1851 



1852 



1853 



1854 



1857 



ch 2 12 0 R 



1850 HaCCHs-^ >-ch 2 - 12 0 R 



CH 3 

h 3CH^~J>-ch 2 - 



12 0 R 



ch 2 - 12 0 R 



H 3 CO 



CH 2 - 



12 0 R 



2 ~ 1 2 0 R 



1855 h 3 cch 2 -hQ>-ch 2 - 12 0 R 



CH 3 

1856 h 3 c-^ch 2 - 1 ^ 0 



2" 1 2 0 R 



1858* Br-^^CH 2 - 12 0 R 
1859 h 3 co^^-ch 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N- 
H 




z H 




-CH 



— CH 2 -N- 
2 H 




-CH 2 -^C"^ 



to 



-CH 2 -N-C-^> 



0* 



a* 



-ch 2 -n-c-^ 



-CH 2 -N-C-H^ 



— CH 2 -f^C-H*\J> 
H 2 N 



Br 



.Br 



-CH 2 -{shC-H0 



WO 01/10439 



PCT/JPOO/05260 



Table 1.170 



18 9 



C °r£> Pd ' R^ (CH2) r" k m n chiralit v R 3 ~(CH 2 )X(CH 2 ) T G-R 6 



1860 



1865 



1866 



h 3 co 



12 0 R 



18 61 h 3 cc^>ch 2 - 1 2 0 R 



1862 HO-\J>-CH 2 - 12 0 R 



1863 0-^^-ch 2 - 12 0 R 



1864 h 3 cs-^~^-ch 2 - 12 0 R 



ch 2 - 12 0 R 



H 3 C 



12 0 R 



1867 (CH^H-^^CHj- 12 0 R 



1868 (CH 3 )aC-^>-CH 2 - 12 0 R 



1869 Br-^^-cH 2 - 12 0 R 

1870 h 3 co-^^-ch 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



Br 



H 2 N 



,8r 



-CH 2 -N-C-^ 
H 2 N 



Br 



-CH^C-0 
H 2 N 



-CH 2 -N-C^0 
H 2 N 



Br 



Br 



-CH 2 -^C-^0> 
H 2 N 



.Br 



-CH 2 -^C-^0 
H 2 N 



Br 



-CH 



H 2 N. 



-CH 2 -NhC-^ 
H 2 N 



Br 



-CH 



rfr t0 

H 2 N 



-CH 2 -N-C-H0> 
H 2 N 



WO 01/10439 
Table 1.171 



PCT/JPOO/05260 



19 0 



C ° N ™ pd " p2>(CH 2 )- k m n chirality 



-(CH 2 )^(CH 2 )q-G-R 6 



1871 



1872 



H 3 CC( 

HO ~0~ CH2_ 



H 3 CO-^>-CH 2 - 



12 0 R 



12 0 R 



1873 ho-\J-ch 2 - 12 0 R 



1874 o-^~)-ch 2 - 12 0 R 



CP" 



ch 2 - 1 2 0 R 



1875 



1876 h 3 cs-\ >-ch 2 - 12 0 R 



1877 h 3 cch 2 -\ >-ch 2 - 12 0 R 



j5> 



ch 2 - 1 2 0 R 




1878 



1879 H 3 c-y>-CH;r 12 0 R 

h 3 c 

1880 (ch 3 ) 2 ch-^kch2- 12 0 R 

1881 (ch 3 )3CH^)>-ch 2 - 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 2 N " 

_ CH _^_0 

H 2 N 
H 2 N 

-CH 2 -r^c-H0 

H 2 N 
H 2 N 

-CH 2 -M-C-^0 
H 2 N 

~CH 2 -N-C-H0 
H 2 N 



H 2 N 



-CH 



-CH 2 -JvhC-Hf N ) 



h y=s 

H 2 N 
H 2 N 



WO 01/10439 
Table 1.172 



19 1 



PCT/JPOO/05260 



C °No PCi ' R* >_(CH2)r k m 0 chiralit V 



-(CH 2 > F f-(CH 2 ) ? -G-R 6 



1888 



1891 



1882 Br\)-CH 2 - 12 0 R 



1883 h 3 co-h^^-ch 2 - 12 0 R 



h 3 co 

1884 ho-<Qhch 2 - 1 2 0 R 



1885 H3CC^-CH 2 - 1 2 0 R 



1886 HO-\ >-ch 2 - 12 0 R 



1887 o^~J>~ CH z~ 12 0 R 



c5> 



CH 2 - 12 0 R 



1889 h 3 cs-^~~)-ch 2 - 12 0 R 



1890 H 3 ccH r Hr~VcH 2 - 12 0 R 



z" 1 2 0 R 



CH 3 

18 92 H3 c^-CH 2 - -1 2 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CH 2 -N-C-f > 



NO a 



H >=/ 
H 2 N 



-CH 2 ~^C--< 7 



NO 2 



H 2 N 



-CH 2 -M-C-<f 7 



NO 2 



hUN 



-CH 



NO 2 



H >=/ 
H 2 N 



-CH 2 -N-C— € 7 



NO 2 



H >==/ 
H 2 N 



-CHp-N-C-f X > 



NO 2 



H )==/ 
H 2 N 



-CHo-N-C-f 7 



NO 2 



H >=/ 
H 2 N 



— CH 2 -M-C— f 7 



NO 5 



H >= / 
H 2 N 



-CH 2 



,NO, 



H )=/ 
H 2 N 



-CHo-N-C-f 7 



H )==/ 
H 2 N 



-CH 2 -N-C-< 7 



H >=/ 
H 2 N 



WO 01/10439 
Table 1.173 



19 2 



PCT/JPOO/05260 



pi R 4 
°^ pd * R 2^" (CH 2)r k m n chiraiity R 3 -(^^(CH^G-R 6 

R 5 



1895 (ch 3 ) 3 c-h(>--ch 2 - 1 2 0 R h 



1896 h 3 cohQkch 2 - 1 2 0 R h 



1898 h 3 cch 2 -h(>-ch 2 - 1 2 0 R h 



1899 (CH 3 )^H-4>-CH r 1 2 0 R H 



1902 



1903 (ch 3 j 2 chh( /-ch^. 2 2 1 h 



jCH 3 

1893 

H 3 C H,N 



/=< 9 W N ° 2 

H 3C-yJ^-CH 2 - 1 2 0 R h -ch 2 ^c-Q 



1894 (ch 3 ) 2 ch-^-ch2- 1 2 0 R h -ch-^^ ^ 




NO 2 



H >==/ 
H 2 N 

NO 2 



-CH 2 -N-C-H^J 
H,N 



HQ O / OCF 3 



-CH 2 -N-C-^0 



5? 

c- 

H 2 N 

9 

c- 

H 2 N 



1 897 h 3 cs-^Qkch 2 - 1 2 0 R h "" ch 2-[|C-h^ 

H 2 N 

-CH 2 -N-C-^J> 



,OCF 3 



H 2 N 

OCF 3 



-CH 2 -JL0> 
H 2 N 



H 3 CO O / OCF3 

1900 HO^KCH 2 - 1 2 0 R H - C H 2 -^-0 

H 2 N 

1901 H.ctc^-^-CH,- 1 2 0 R h ~ CH 2 _ || C- C3 



H,N 

OCF, 



£^> CH 2 - 1 2 0 R H -CH 2 -h|-c-0 



H 2 N 

PCFn 



-ch 2 -^c-^J 

H 2 N 



WO 01/10439 
Table 1.174 



19 3 



PCT/JP00/05260 



R 1 FR 4 

No^' R2/" (CH2) i~ k m n Chiralit y R3 "(CH 2 ) ? -f i -(CH 2 ) r G-R 6 

R ^ 



1904 HjCK^fc-Q-cH,- 2 2 1 - h -CH 2 _ J|C^Q> 



1905 



H 2 N 

CI O / OCF 3 



1911 C, 



c^£ch 2 - 1 2 0 R h 

H 2 N 



OCR 



3 



1906 Cr^y-C"2- 1 2 0 R H - CH ^^3 

° H 2 N 

PCF. 



1907 H(HQKCH r 1 2 0 R h ~ ch 2~^-^3 



- n / OCF 3 

1908 h 3 coh(~^ch 2 - 1 2 0 R h -ch 2 -n-c-<Q> 



H >=/ 
H 2 N 

9 < OCF ' 



1909 h 2 och-Q-ch 2 - 12 0 R h -ch 2 -n-c-<^> 



H 2 N 

.OCF, 



1910 Br-Q>-CH 2 - 2 2 1 - H ~ CH 2-j|C-H^ 



CI O / OCF 3 

:HhQ-CH 2 - 2 2 1 - H -CH 2 -M-C^p> 



H 2 N 

PCF, 



1912 ho-<(~)-ch 2 - 2 2 1 - h - CH 2-^~0 



9 PCFl 



1913 ^^^rVrn,- 2 2 1 - H "CH 2 -n-c-hQ 



H 2 N 

9 / OCF 3 



1914 H 3 C-^~^-CH 2 - 2 2 1 H -CH 2 "N-C-^ 



H 2 N 



WO 01/10439 
Table 1.175 



19 4 



PCT/JP00/05260 



c °NT d " R2>" (CH2) r k m n chiralit y 



R 3 



X. 



-(CH 2 ) r f-(CH 2 )^G-R 6 
R 5 



H3CCH2O 

1915 hohQ-ch.- 1 2 0 R 



H 3 C 

1916 ho-Qhch 2 - 1 2 0 R 

H3CCH2O 

1917 H& ^. CHr 2 2 1 

1918 h ^>ch 2 - 2 2 1- 

NH 2 

1919 0-^-CH 2 - 2 2 1 - 



H 



H 



H 



H 



H 2 N 



0CF-, 



-CH 2 -I*C-^J 
H 2 N 



OCF-, 



-CH 



n£0 

H 2 N 



.0CF 3 



_CH 2 -M-?-H0 
H,N 



,CF 3 



1920 



NH 2 

CHhQ-C 



CH 2 - 



NH 2 

:, -0- c 



2 2 1 



1921 o-^Vch,- 1 2 0 R 



.NH 2 

> -0- a - 



1922 cM TV CH2 _ 2 2 1 



H 



H 



H 



9 

— CH2-N-C 



-CHs-N-C-^J 
H 2 N 



-CH,-N-0-£_> 



1923 Br-^~^CH 2 - 2 2 1 



H 



9 ^-< SCF3 

-CH 2 -^ChQ> 



1 924 H 3 c 



ch 2 - 2 2 1 



— CH 2 -N-C-f N ) 



SCF 3 



ch 2 - 2 2 1 



H 



— ch 2 -n-c^( y 



SCF. 



H W/ 



WO 01/10439 , PCT/JP00/05260 

19 5 

Table 1.17 6 



R' 

C °K? Pd ' D 2>~ (CH 2)r k m n chirality R' -(^^(CH^G-R 

NO. R r5 



1926 


F 


2 


2 1 


H 


^ SCF 3 
-CH 2 -j^C-^J) 


1927 


H °~0" CH2 ~ 


2 


2 1 


H 


SC F 3 
-CH 2 -M-C-<^ 


1928 




2 


2 1 


H 


SCF-, 
-CHa-N-C^J 


1929 


ri_r CH 2" 


2 


2 1 


H 


^ SCF 3 

-CH 2 -M-C^Q 


1930 


H 3 CS-{^-CH 2 - 


2 


2 1 


H 


-CH 2 -M-C-^J 


1931 


H 3 CCH 2 -hQ)-CH 2 - 


2 


2 1 


H 


op c 

_CH 2 -N-C-(J 










rl 


-CH^N-C^J 


1933 


CH 3 

H 3 C -0~ CH2_ 


2 


2 1 


H 


O _/ SCF 3 

-ch 2 -j|c-hQ 




CH 3 

H 3 C 




2 1 


u 

n 


-CH 2 -N-C^J> 


1935 


0 2 N ~^0~ CH2 " 


2 


2 1 


H 


O / SCF 3 
-CH*-N-C-£} 


1936 




2 


2 1 


H 


-CH 2 -M-C-^J 



WO 01/10439 
Table 1.177 



, PCT/JP00/05260 

19 6 



R 1 R 4 
C °Nk> Pd ' R 2/" (CH2) " k m n Chirality R3 ~(CH 2 ) ? -|j(CH 2 )^G-R l 



1937 


(CHjfeCH-^^-CHj- 


2 


2 1 


H 


^ SCF 3 

-CH 2 -f^C~{3 


1938 


B^Q^CH,- 


2 


2 1 


H 


Rr 

— CH 2 - C— \_/~ CH 3 


1939 


H 3 CO-<Q>-CH 2 - 


2 


2 1 


H 


- CH 2 - N- C~^ y~ CH 3 


1940 


f-hQkch 2 - 


2 


2 1 


H 


-CH 2 -fNhC-<(^CH3 


1941 


F 


2 


2 1 


H 


_ Br 
— CH 2 — N~C — CH 3 


1942 


r ay 


2 


2 1 


H 


— C H 2 ~ N- C~^^~ CH 3 


1943 


o 


2 


2 1 


H 


-ch 2 -n-c-hQkch 3 


1944 




2 


2 1 


H 


ff /-< Br 
— CH 2 -|v|-C— \^~CH 3 




H 3 C S— \_/^ CH 2 


O 




it 
H 




1946 


H 3 CCH 2 -<C^-CH 2 - 


2 


2 1 


H 


-CHj-Jj-C-(_}-CHj 


1947 




2 


2 1 


H 


-CH 2 -N-C-^jHCH 3 



WO 01/10439 
Table 1.178 



19 7 



PCT/JP00/05260 



Compd. 
No. 


R2>< CH 2)r 


k 


m 


n chirality 




~(CH 2 ) r h(CH 2 )q-G R 
R 5 


1948 


CH 3 

H 3 C ~^3~ CH 2- 


2 


2 


1 


H 


-CH 2 -f^C-^J^CH 3 


1949 


CH 3 

H 3 C 


2 


2 


1 


H 




1950 


O z N-Qh-CH 2 - 


2 


2 


1 


H 


— CH 2 -N-C— ^ __/~ CH 3 


1951 


H 3 C ^C^- CH 2- 


2 


2 


1 . - 


H 


— CH 2 -j^C-^_^-CH 3 


1952 




2 


2 


1 


H 


— CH 2 - N- C-^_^-F 


1953 


H 3 CO-^}-CH 2 - 


2 


2 


1 


H 


■ Vi! 

-CHa-N-C^Jn-F 


1954 


F-^Q^CH 2 - 


2 


2 


1 


H 




1955 


F-^-CH 2 - 


2 


2 


1 


H 




1956 


HO-^~)-CH 2 - 


2 


2 


1 


H 


-CHj-N-C-^J-F 


1957 




2 


2 


1 


H 


_ C H 2 _N. C _^J_ F 


1958 




2 


2 


1 


H 


-CH 2 -^C-^-F 



WO 01/10439 , PCT/JPOO/05260 

19 8 

Table 1.17 9 



°No Pd ' R^ (CH2) i~ k m n chiralit V R 3 "(CH 2 )^(CH 2 ) 5 -G-R 



1961 




3 



1964 o 2 n-£ /-ch 2 - 2 2 1 



Br 



1959 h 3 cs-^)-ch 2 - 2 2 1 H _ CH _^£^^ F 

1960 h 3 cch 2 — {^-ch,- 2 2 1 h ff 8 



H 3 C^-CH 2 - 2 2 1 - H _ CH2 _^?^_ F 



1963 H 3 C^>CH 2 - 2 2 1 - H _ KU ? 

H 3 C 



_CH 2 -N-C-^-l 



Br 

F 



Br 

1965 h 3 ch(>ch 2 - 2 2 1 - H _ CH2 _^.?_^ F 



Br 

F 



1966 (C^h-Q-ch*- 2 2 1 - H -.ch^n.^^., 

1967 Br-^J-CH 2 - 2 2 1 - H -CH 2 -N-C-Q 



1968 H 3 CO-Q-CH 2 - 2 2 1 H -CH 2 -N-C 



H 2 N 

9 




H 2 N 



1969 HO-{^-CH 2 - 2 2 1 H -CH.-M-c-^J 



WO 01/10439 



\ PCT/JPOO/05260 



19 9 

Table 1.1 8 0 




H 2 N 



WO 01/10439 



PCT/JPOO/05260 



2 0 0 

Table 1.18 1 




WO 01/10439 



\ PCT/JPOO/05260 



Table 1.182 



2 0 1 



Compd. R S_(CH 2 ) r k m n chirality 
No. R 2 



R 3 ~(CH 2 )p-H(CH 2 )q-G-R 
R 5 



-q6 



1992 



CH 3 

H 3 c ^O- CH 2 _ 



2 2 1 



H 



-CH 2 -N-C-H0 
H 2 N 



1993 



1997 



o,n-<Q>-Ch 2 - 2 2 1 



1994 " 3 C-C )-CH 2 - 2 2 1 



1995 nc-<Q>-Ch,- 2 2 1 



1996 <cH 3 ) a cHHQ)-CH2- 2 2 1 



H 3 c-^y-CH 2 - 

H 3 C 



2 2 1 



H 



H 



H 



H 



H 



H 2 N 
H 2 N 



-CH 



-CH 



H 2 N 



H 2 N 



-CH 2 - 



H )=/ 
H 2 N 



1998 



B.-H^^CH 2 - 2 2 1 



H 



-CH 2 - 



1999 h 3 COhQhch 2 - 2 2 1 



H 



H \=/ 



2000 ^0^ CH2 " 2 2 1 



H 



-CH.-N-C-^ 



2001 hc-4 >-CH 2 - 2 2 1 



H 



-CH, 



2002 



2 2 1 



H 



CI 



-CH 2 -J^-C-^ 



WO 01/10439 
Table 1.183 



2 0 2 



PCT/JP00/05260 



CO N m o Pd ' R2^" (CH2)r k m 0 Chiralit V 



R 4 



2003 



6> 



ch 2 - 2 2 1 



H 



2004 h 3 cs-^~^ch 2 -- 2 2 1 



H 



9 



CI 



2005 h 3 cch 2 — <^^_CH 2 - 2 2 1 



H 



H 



2006 



CH 3 



2 2 1 



H 



-CHi-N-C-^J 



2007 0 2 M-^^>-CH 2 - 2 2 1 



H 



-CH 



2008 h 3 o-^~^-ch 2 - 2 2 



H 



-CH 2 -N-C-^} 



2009 NC-<^~^-CH 2 - 2 2 1 



H 



-CH.-N-C-^} 



2010 (CH 3 ) 2 CH-^^-CH2- 2 2 1 




2011 H 3 c^y^-CH 2 - 2 2 1 

H 3 C 



2012 Br-^- 



ch 2 - 2 2 1 



H 



H 



H 



-CHa-N-C-^J 



-CH 2 - 



2013 h 3 co-<>-ch 2 - 2 2 1 



H 



9 



— ch 2 -n-o 



WO 01/10439 



PCT/JPOO/05260 



Table 1.18 4 



2 0 3 



C °Nk) Pd ' r2>~ (CH2) '~ k m n chirality 



-(CHs^-fCH^G-R 6 
R 5 



14 ho-hQv-ch 2 - 2 2 



20 



2015 ^y_v ; " CH ~ 2 2 



2016 



201 



2019 



2020 



2~ 2 2 



7 h 3 cs-^^>-ch 2 - 2 2 



2018 h 3 cch 2 -hQ)-ch 2 - 2 2 



2- 2 2 



H 3 C -(3" CH2 " 2 



2021 0 2 n-^J>-ch 2 - 2 2 

2022 h 3 c-<Q^CH 2 - 2 2 



2023 nc-h£>-ch 2 - 2 2 



2024 <CH 3)2 cH-^~)>-CH r 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 _rC 



9 



Br 



-CH 2 -N:c-Hf Va 



- CH 2 - fvh S^J/ Ct 

-cH 2 -r^c-^j)-~a 



-CH 



-CHa-N-C-^J-CI 

- ch 2 - n- c-h^Jk a 

- CH 2 - C-^_^- Cl 

- CH 2 - N- C-^j7~ Cl 

-CHg-^c-^J^-a 

- ch 2 - n- c-^jk a 



WO 01/10439 



PCT/JP00/05260 



Table 1.185 




H 2 N 



WO 01/10439 



PCT/JP00/05260 



Table 1.186 



2 0 5 



R 1 R 4 
C °^ Pd ' R 3>" (CH 2)r k m n chirality R> _ (C H 2 ) r |--(CH 2 ) r G-R 6 



No. R 



2036 nc^(~)-ch 2 - 2 2 1 



2037 



2038 



CH 3 

H 3 C 



ch 2 - 2 2 1 



CH 2 - 



2 2 1 



H 



H 



H 



.Br 



-CH 2 -N-C-0 
H 2 N 



H 2 N 



Br 



9 



— CH 2 -M-C 




,8r 



H >=/ 
H 2 N 



2039 h 3 c-hQkch 2 - 2 2 1 



H 



9 ^ 

H CN 



2040 H 3 C-^)>-CH 2 - 



12 0 R 



H 



-CHg-N-C-CH— ^ ^ 



2041 H 3 C-\ >-ch 2 - 12 0 R 

1 



H 



? CH 3/=\ 
-CHr-N-C-CH-^J* 



2042 H 3 C-h^^-CH 2 - 



2043 



2044 



2045 



2046 



12 0 R 



H 3 C-^j>-CH 2 - 12 0 R 



CH-, 



ch 2 - 12 0 R 



CH 3 
CH 3 

CH 3 
.CH 3 

CHn 



12 0 R 



12 0 R 



H 



H 



H 



H 



9 H3 ^v^ CH3 

H 3 C 



-CH2-N-O 



9 



9 i^^3 

N-C-CH,-^ 

CH 3 



Cj) 

_ CH _^_P 

hn /=<r 



-CH 2 -N-0 



rO 



WO 01/10439 
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2 0 6 



Table 1.187 



Compd. R V(CH 2 ) r 



No. R 



k m n chirality R 3 



-d6 



"(CH 2 )5-H(CH 2 )^G-R 
R 5 



2047 



2048 



2049 



2050 



2051 



2052 



2053 



2054 



2055 



2056 



2057 



ch 2 - 12 0 R 



CH 3 

CHn 



ch 2 - 12 0 R 



CH 3 
CH 3 



CH 3 

H3 \)^CH 2 - 
H 3 Q 

Q-CHr- 



12 0 R 



12 0 R 



12 0 R 



^~^ch 2 - 2 2 1' 

OCH 2 CH 3 



H 3 CO 

0~ CHj °-0" CH '" 2 2 1 



H 3 CO— d>-CH 2 - 



2 2 1 



H3CO 

Qhch 2 - 2 



2 1 



OH 
F 



H 3 CO-^~CH 2 - 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



o 

u 



CH 2 CH 5 



0CH2CH3 



o 



-CHn 



MS 



CH 3 
CF, 




-CHa-N-C-^J-F 

H 2 N 
H 2 N 




-CHa-N-C-^-F 
H 2 N 



-CHj-N-C-^J-F 
H,N 




-CHa-N-C-^J-F 
H 2 N 



— CHg-M-O 




» P 

H 2 N 



WO 01/10439 



PCT/JPOO/05260 



2 0 7 



Table 1.18 8 



C °nT R> (CH2) r 



k m n chirality R 3 



R 



-D6 



"(CH 2 ) r h-(CH 2 )q-G-R 
R 5 



2058 



2060 



2061 



2062 



2063 



2064 



H 3 co OCH3 
Qkch 2 - 



2 2 1 



2059 0-o-0- CH a- 2 2 1 



H3CO 

H 3 CO-^~Vch 2 - 
OCH3 

F CH 3 
{_}~CH 2 - 



CH 2 - 



2 2 1 



2 2 1 



2 2 1 



H 3 CQ_ 

H 3 C-(~j>-CH 2 - 2 2 1 

H3CO 

Bi 



F-^~)^CH 2 - 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



9 




~ CHsr B" c ~yJ/~ F 

H 2 N 



9 




-CHr-N-O-f V F 
H 2 N 

9 




H 2 N 



-CHa-N-C-fJ-F 




-CHy-N-C-^J-F 
H 2 N 

-CHj-N-C-^^-F 
H 2 N 

-CH2-N-C-^^-F 
H 2 N 



9 



-CHj-N-C- 




2065 



H3CCH2 



H3CCH 2 0-^ >-CH?- 



OCH 2 -\ } 

2066 /=< ^ 



-CH 2 - 



2 2 1 



2 2 1 



H 



H 



-CH2-N- 

H 



H 2 N 




2067 {M^) 2 CHCH2-Q>-CH 2 - 2 2 1 



2068 



2 2 1 



H 



H 



H 2 N 



P 



-CH r lfC-f Vf 
HpN 




WO 01/10439 
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2 0 8 



Table 1.189 



No. R 



k m n chirality R 3 -(CH 2 )r-|— (CH 2 )r-G-R 6 

R 5 



h 3 Q 

2069 h 3 co-Qkch 2 - 



2070 



2073 



2074 



2075 



2076 



2077 



2078 



^-CH 2 - 
OCH 3 



_ 2 2 1 



2 2 1 



2071 h 3 co-<^-ch 2 - 2 2 1 
OCH3 



2072 (HaOzCHO-^ i-CHj- 2 2 1 



0~ ch ' ! 



HjC' 



2 2 1 



2 2 1 



H3CO 

Q-CH 2 - 2 2 1 

F 



r 

P-^^CH 2 - 



2 2 1 



OH 



CH 2 - 2 2 1 



H 3 CCH 2 QC)H 

tr CHr 



2 2 1 



2079 ^ CH2 V\ 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 




-CH^r-N-C 



H 2 N 
H 2 N 
H 2 N 

-CH^M-C-^^F 
H 2 N 




-CH z -M-C-< / >~F 



5 V 

H 2 N 




-CH2-N-C— f Vf 



9 





H 2 N 
H 2 N 
H 2 N 

-CHs-N-C-^^F 
H 2 N 




-CH2-N- 
H 




H 9 N 



WO 01/10439 
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2 0 9 



Table 1.190 



R 1 

k m n chirality 



No. R 



"(CH 2 ) F f-(CH 2 ^G-R 
R 5 



-q6 



2080 



^-CHjCl 

HjCO-hQkch,- 



2 2 1 



2081 HC J>=^ CH2 _ 2 2 1 



H 



9 



-CHg-N-C-^J-F 




H 2 N 

9 




-CHr-M-C— (' >-F 
H .)=/ 

HoN 



2082 



2083 



2084 



2085 



2086 



H3CO-^^-CH 2 - 

H 3 CO_ 
HO-hQhCHz- 
Br 




H 3 CO 



OH 

H 3 COH^-CH 2 - 
HO-^^-CH 2 - 



2 2 1 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



2087 (h 3 C) 2 nh(~}-ch 2 - 12 0 R 



2088 (H 3 ccH j)2 tvh-\ >-ch,- 12 0 R 



H 



H 



H 



H 



H 



H 



H 



-CHa-N-O-^J-F 
H 2 N 



H 2 N 



P p 3 



HoN 




,CF a 



H 2 N 

-CH^N-O-Q 
H 2 N 



M" 3 



- cH? -rr c " >- 



^0 CF3 



2089 



2090 



r 

F-^-CH 2 - 



12 0 R 



chj- 12 0 R 



H 



H 2 N 



CF 9 



_ CH2 -Jv}-E-0 
H 2 N 



WO 01/10439 
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2 10 



Table 1.19 1 



Compd. R S_ (C H 2 )- k m n chirality R' 
No. R 2 



-(CH 2 )p+-(CH 2 )5-G-R 6 
R 5 



2091 



CH 2 - 2 2 



2092 Ci-^^-CH 2 - 2 2 

2093 a— ^)~CH 2 - 2 2 

2094 ci— Q>-ch 2 - 2 2 

2095 Ci— Q^~CH 2 - 2 2 

2096 ci— <Q>-ch 2 - 2 2 

2097 ch-^~^-ch 2 - 2 2 



2098 



CH 2 - 2 2 



/r-un 2 - 



2099 Ci— ^~)>-CH 2 - 2 2 



2100 



2101 



1>-CH 2 - 2 2 



vr^- 2 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



pCH 2 CH 3 



-CH-N-C-^ ? 
CH 2 -hQ> 



OCHjCHj 



OCH 2 CH 3 



CH2CH2SC H3 



, fl O PCHj,CH 3 



) 



,OCH 2 CH 3 



— ch-n-c— <y y 

C(CH 3 ) 3 

(fl O OCH2CH3 



CH 2 -{^) 



OCH 2 CH 3 



CH 2C H2C H3 
-CH-N-C— f 5 



CHz-^J-a 

OCH,CH 3 



OCHgCH} 



(R 9 OCH2CH3 

CH 2 -O^OCH 2 -(3 



WO 01/10439 
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2 11 



Table 1.192 



Compd. R S-(CH 2 ) r 
No. R 2/ 21 



k m n chirality R 3 



"(CH 2 ) F +-(CH 2 ) 5 -G-R 6 
R 5 



2102 chQh 

2103 ChhQ- 



2104 



2108 



2109 



2110 



2111 



ch 2 - 2 2 1 



ch 2 - 2 2 1 



ch 2 - 2 2 1 



H 3 CO OH 

2105 Q^CH 2 - 2 2 1 



H3CJOH 

2106 Q^ CH2 _ 2 2 1 



2107 B VVch 2 - 2 2 1 
s 



P H 3 



CH 2 - 



2 2 1 



2 2 1 



H 3 CCH : 



I2S |l5-ch 2 - 2 2 1 



2 2 1 



2112 H3CO-4 >-CHf- 2 2 1 
H3CO 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



OCH2CH3 



— CH-N-O 

{ H \=/ 

CH 2 CH 2 -Q-OCH2-^ 



PCH 2 CH 3 



( ) 9 W 

-CH-N-C— <f > 

I H X 

H 3 C-CHOCH 2 -^y 



( ) P _jOCHaCH 3 
1 H 



-CH-N-C 



CH 2 C H2-C-OCH3 
6 R 



-CH^H-C- ^ 
H 2 N 



H 2 N 
H 2 N 



2 

-CHe-N-C- 




V 



H >=/ 
H 2 N 



H 9 N 



P 




CHj-N-C-^-F 
H->N 



2 

-CH2-N-C 




H 2 N 



-CHy-N-O 

H 2 N 



WO 01/10439 
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2 12 



Table 1.193 



C °Nk> Pd ' p2>(CH 2 ) r k m n chirality 



R 



-d6 



R 3 ~(CH 2 )p-f-(CH 2 ) r G-R 



21 13 



H 2 N 



2 2 1 



21 1 



2116 



21 18 



2119 



2120 



2121 



2122 



2123 



H,N 



2114 H 3 cHb^ 221 



5 c ^O~ 



ch 2 - 2 2 1 



V>"CH 2 - 2 2 1 



2117 Ch-^(~)-CH 2 - 2 2 1 



CH 2 - 



OH 



CH 2 - 



OCK 3 



CH 2 - 




12 0 R 



12 0 R 



12 0 R 



12 0 R 



12 0 R 



/-CHjr 12 0 R 

NO 2 



H 



H 



H" 



H 



H 



H 



H 



H 



H 



H 



H 



H 2 N 

-CHs-N-O-/ V~F 




H 2 N 



-CH-N-O 
CH(CH 3 ) 2 



PCH 2 CH 3 



<*) P 
-CH-N- 

1 H \==/ 



OCH 2 CH 3 



CH(CH 3 )CH 2 CH 3 
( ^ ,OCH 2 CH 3 



— CH-W-C- f ? 



9 



H 2 N 
i? 



— CHg-N-O 



H 2 N 

9 




H 2 N 



CF. 



-CH^-N-O 



-CH2-Nh 



^5 

H 2 N 

MS- 

H 2 N 



H 2 N 



WO 01/10439 
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2 13 



Table 1.194 



Co ™ pd - ^>(CH 2 ) r 

No. R 2 



k m n chirality R 3 



(CH 2 )J-(CH 2 W3-R 6 



R 5 



2124 



2126 



2127 



2128 



2130 



2131 



2132 



2133 



2134 



1 2 0 R 



0 2 N 



2125 HaC(> ^=N hCH2 . 1 2 0 R 



0 2 N 



CH 2 - 



12 0 R 




" \~VcH r 12 0 R 



NH 2 

H 2 N 

H 3 CO-h^^-CH 2 - 
H,N 



12 0 R 



2129 h 3 c-Q-CH 2 - 1 2 0 R 



2 2 1 



ch 2 - 2 2 1 



H 2 N 



CHjr- 



(H 3 C) 2 N 



CH 2 - 



12 0 R 



12 0 R 




r \~^~ CH 2~ 12 0 R 

N(CH 3 ) 2 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 2 N 
H 2 N 
H 2 N 
H 2 N 



H 2 N 



, CF 3 



H 2 N 
H 2 N 

-CH^C-^^F 
H ? N 



£F 3 



H 2 N 



H 2 N 

9 

-CHa-N-C- 



CF, 



H 2 N 



WO 01/10439 



PCT/JP00/05260 



2 14 



Table 1.19 5 



m n chirality 



R 4 

-(CH 2 )p-}-(CH 2 )q-G-R 6 
R 5 



2135 



2136 



2137 



2138 



2139 



2140 



2141 



2142 



2143 



2145 



(H 3 C) 2 N 



H,CO-£~)- 



CH 2 - 



(H 3 C) 2 N 



H 3 C_H \3^ CHr 
CH 3 

CmQ^CH 2 - 



H 3 C 



CH 3 
CI 



-CH-, 



CH 3 
NH 2 



H 2 N_ 



CH 2 - 



H 2 N 



r 




CH 2 - 



CH r 



HN-£-CH 3 
' O 



H 2 N 



1 2 0 R 



1 2 0 R 



12 0 R 



1 2 0 



1 2 0 R 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



h 2 n 

2144 H 3 CC-£>CH 2 - 2 2 1 



CH 2 ~ 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 2 N 

-CH^N-C-£_> 
H 2 N 

H 2 N 



H 2 N 
H ? N 




-CH 2 -N-C-<\-F 

h y=y 

H 2 N 




H 2 N 
H 2 N 



~CH 2 -^CH0 
H 2 N 



CF 3 



-CH 2 -N-C 



WO 01/10439 
Table 1.196 



2 15 



PCT/JP00/05260 



C °nT' r> (CH2 '" k m 



T 

n chirality R 3 -(CH 2 fe-f— (CH 2 fc-G-R 6 



2146 



2147 



2148 



2150 



2151 



2152 



2153 



2154 



2155 



2156 



r 




'% J-ch 2 - 2 2 

NH 2 



9 

HjC-C-NH 



H 3 C 



9 

H3C-C-NH 



CH 2 - 



CH,- 



2 2 1 



2 2 1 



0,N 



2149 ho^-ch 2 - 1 2 0 



9 

H3C-C-NH 



CIHH^H-CH 2 - 



12 0 R 



r 




t CHr 1 2 0 



HN-g-CH 3 
O 



9 

H3C-C-NH 
H 3 Q 



9 

H3C-C-NH 



CH 2 



9 

H3C-C-NH 



H3 



9 

H3C-C-NH 



CH 2 - 



CH 2 - 



CHj- 



1 2 0 



1 2 0 



2 2 1 



2 2 1 




HN-^-CH 3 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 2 N 



9 




H 2 N 



-CHa-N-O-f^-t-- 



-CH2-N-C- 

H 2 N 

H 2 N 



.CF 3 



-CH 2 -N-C-f > 



H >=/ 
HoN 



-CH 2 -N-C-<f ? 



P^3 



H >=/ 
H 2 N 



-CH 2 -N-C-Hf ^> 



PS 



H 2 N 



CF 3 



H 2 N 



-CH 2 -{|C-H0 
HoN 



PS 



H 2 N 



CF 3 



CF 3 



WO 01/10439 
Table 1.197 



2 16 



PCT/JP00/05260 



C °Nk) Pd ' r3^*" (CH2 *~ k m n chiralit V 



fir 



R 3 ~(CH 2 ) ? -f 7 (CH 2 )5-G-R 6 



2157 



2158 



CH 3 

HO-£>-CH 2 - 



H 3 C-NH 



CH 2 - 



H 3 C-NH 



12 0 R 



12 0 R 



2159 h 3CC ^_ CH2 _ 2 2 1 



H3ONH 

2160 ho^>ch 2 - 2 2 1 



H 



H 



H 



H 



_CH 2 -^C-0 
H 2 N 



P F 3 



,CF 3 



H 2 N 
H 2 N 



P 



-CHj-N-C-f^-F 




2161 



H 3 C-NH 



;| -^3~ CH2 " 



2 2 1 



H 



2 



-CH2-f*-C-^^-F 
H,N 




2164 



2165 



2166 



2167 



H3C-NH 



2162 H 3 CO-^-CH 2 - 2 2 1 



H3ONH 

2163 HC^>CH 2 - 2 2 1 



,CH 3 



0>-CH 2 - 1 



n 

|T>-CH 2 - 
N 



2 0 R 



12 0 R 



|[Vch 2 - 12 0 R 



a. 



CH 2 - 



12 0 R 



H 



H 



H 



H 



H 



CF, 



_CH 2 -N-C- yw 
H 2 N 

-C H! -N-C^p 
H 2 N 



-CH 2 -|vhC^0 
H 2 N 



"CH^N-C-Q 
H 2 N 



9 

-ch 2 -n-c 



-CH 2 -N-C-/~i 



P F 3 



H >=/ 
H 2 N 



WO 01/10439 PCT/JP00/05260 

2 17 

Table 1.198 

_ ________ . __ 

Compd. \^( CH2 )._ k m n chirality R 3 -(CH 2 )H— (CH 2 )rG-R 6 

No. R p5 



2169 



2170 



2171 



2172 



2173 



2174 



C-OCH 3 / 

2168 Ha SA_cH r 1 2 0 R H - CH 2-^ C ^C_) 

H:,C ' CH3 h 2 n 

CF, 



h 3CH0-ch- 1 2 0 R H -Ch 2 -n-c-Q 

CH 3 H 2 N 

>^ 1 2 0 R H -CH 2 -M-C-<Q 

O -0 "* - H 2 N 




OCH 




2176 Y\__ 12 0 R H 



H )=/ 
H 2 N 

V ^ H 2 N 
\^yCH 2 - 1 2 0 R H -CH 2 -NhC-^J> 

.CF 3 



V_/" CH3 H 2 N 



H 3 C CH 3 9 _/ 

B _/X^CH 2 - 1 2 0 R H -CH 2 -^CHp 



H 2 N 

pF 3 



3 _( 

2175 h 3 cc-0-ch 2 - 1 2 0 R H "CH^c-p 

N — M 



m 9 cF! 



ff __K 

-CH 2 -N-C— f > 



-CH 2 - ' H >=/ 

H 3 C' H 2 N 



H3QOH ^ /y 3 

21 77 r^V-CH 2 - 1 2 0 R H -ch 2 - 



_ C H 2 -^c-0 

CH 2 OH H 2 N 



h 3 co P 9 r-F* 

2178 f> 1 2 0 R H -CH 2 -!tC-/> 



H >=/ 

CH *~ H 2 N 
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2 18 



Table 1.1 99 



Compd. R S_ (CH v_ 
No. R 2 2 ' 



k m n chirality 



R 3 



"(CH 2 )p^-(CH 2 )^G-R 6 
R 5 



2179 



2181 



H 3 C-p 

o 




ch 2 - 12 0 R 



2 1 80 ci-hQ^-(CH 2 ) 2 - 



12 0 R 



2-120 R 



H 



H 



H 



-CH 2 -f^C^f J 



CF 3 



H )=/ 
H 2 N 



- ch ^ c ~0 



H,N 



CF, 



_ CHj _^ c _0 

H,N 



2182 H3 VycH 2 - 1 2 0 R 



2183 



2184 



2185 



2188 



2189 



H 



2186 f. 



2187 




CH 2 - 



CH 2 - 



HOnQhCHr 





■CHj- 



CH 2 - 



12 0 R 



2 2 1 



2 2 1 



2 2 1 



12 0 R 



2 2 1 



12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 2 N 



_ C H 2 -^L0 
H 2 N 



CF 3 



-CHa-N-C-^J-F 




H 2 N 



-CH 2 -N-C^J 
H 2 N 



-CH 2 -N-C— f > 



PP 3 



H )==/ 
H 2 N 



9 

-CH 2 -N-C- 



H 2 N 

9 



- CH2_ [| c ^p 



-CH 2 -N-C-^ 
H 2 N 




, CF 3 



WO 01/10439 



2 19 
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Table 1.200 



Compd. R S-(CH 2 )f 
No. Pr 1 



k m n chirality R 3 



-(CHa^^H^G-R 6 
R 5 



2190 



2191 



2192 



2193 



2194 



2195 



2197 



2199 



2200 



Q ^b HCH r 



CH 2 " 



CH ? - 



H 2 N 

H 3 C "0" CH 2" 



H,N 



CH 2 - 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



H 3 C-NH 



2196 H3 ch£>CH 2 - 1 2 ° R 



H3C-NH 



o-£~)-ch 2 - 



h 3 o 



h 3 c-nh 



1 2 0. R 



2198 *-^>CH 2 - 1 2 0 R 



H3ONH 



CH 2 - 



H3C-NH 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 



-CH2-N-C-<^-F 




H 2 N 



-CH 2 -N-C^f N > 



CF 3 



H >=/ 
H 2 N 



9 



-CH 2 -Nj-G 




CF 3 



H 2 N 




H 2 N 



. C H 2 -N-c^0 
H 2 N 



,CF 3 



H 2 N. 

-CH,-N-C^_) 
H 2 N 



CF 3 



-CH 2 ~N-C- ^ 
H 2 N 



H 2 N 



£F, 



H 2 N 



H 2 N 



CF 3 



WO 01/10439 
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Table 1.201 



2 2 0 



C °NT d ' R^ (CH2) r k m n chirality 



R 4 
R 5 



-(CH 2 ) F t 7 (CH 2 ) r G-R 6 



2201 



2202 



2204 



2205 



2206 



2208 



2209 



2210 



2211 



H 3 C-NH 



H 3C-^3-CH 2 - 

Ss Y' H 



.CH a 



_CH a 



CH 2 - 



CH 3 



CH 2 - 



HhhCH 3 



CH 2 - 



HN- CH 3 
>CH 2 - 



H 



2 2 1 



12 0 R 



2203 £r>CH 2 - 2 2 1 



2 2 1 



2 2 1 



2 2 1 



PH 3 

2207 HC ^-ch 2 - 2 2 1 



2 2 1 



2 2 1 



12 0 R 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



9 



-CH2-N-C-<Q-F 




H 2 N 
9 



CF 3 

H 2 N 



H 2 N 



-CH 2 -N-C-^J 
H 2 N 



9 



- CH 2- N- G-^^^- F 




H 2 N 

9 



_ C H 2 -j^c-Q 
H 2 N 



9 



-CHa-N-C-^J-F 




H 2 N 

9 



f CF 3 
H 2 N 



9 



-CHa-N-C-^-f 




p 

H 2 N 



M" 3 

-CHa-NhC-^J 
H 2 N 



H Z N 



.CF, 



WO 01/10439 



2 2 1 
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Table 1.202 



R 1 R 
nT*' D 2>< CH 2)r k m n chirality R* ~(CH 2 )H-(CH 2 )r-G-R 6 



R J 



2213 



2214 



2215 



2216 



2217 



2222 



£^~>~ CH *- 

H 



2212 f>^™ 2 2 2 1 - H -CHa-N-c-f > 



H 3 C- 



2220 ci-^^-ch 2 - 12 0 R 

2221 Ch-^^-CHjr 12 0 R 



H 




P 
■c- 

H 2 N 



H 2 N f? ^-< CF3 

C hhQ-CH 2 - 2 2 1 H - C H 2 -N-C-<p 



H 2 N 

,CF, 



l 2 N P /" 

:-Q^CH 2 - 2 2 1 - H -CH 2 -N-0-^3 

^ H 2 N 



H 3 C-HN p / CFa 

K^^CH 2 - 1 2 0 R H -^-ft 0 -^ 

H 2 N 

P H 3 O / 

fVCH 2 - 1 2 0 . R H -ch 2 -n-c-/> 

H 3 CCH 2 H H 2 N 

•P rF. 

H 3 c-C)-CH r 1 2 0 R H -ch 2 -|*c-h£J) 

CH 3 H 2 N 



H 2 N 

,CF 3 



2218 ch<Qhch 2 - 1 2 0 R h "^"^2 



HN 



2219 chhQ^ch 2 - 1 2 0 . R H -^c^J 

"IhrO 



HN 



— CHj-N-C 
H H 




HN 

( C0 2 CH 3 n £F 3 



3GS J^-CH 2 - 1 2 0 R H -CH 2 -N-C-^> 

H3C ' CH 3 H H 2 N 



WO 01/10439 



PCT/JP00/05260 



2 2 2 



Table 1.203 




WO 01/10439 PCT/JP00/05260 

2 2 3 



Table 1.204 




WO 01/10439 



PCT/JPOO/05260 



2 2 4 



Table 1.20 5 



C °NT d ' R 2^ (CH 2>r k m n chirality R* -(CHsJjrf-fCH^G-R 6 



2250 



2251 



2252 



2253 



2254 



2255 



2245 HacVVv c ^ 12 0 R 



2246 n 3 ccH i r'V 



Sb-CH, 1 2 0 R 



2247 <Hr£) 2 CK f V 



^ch, 1 2 o R 



H 2 N 



2248 ci—( = Vch 2 - 1 2 0 R 



H 2 N 



2249 HaCC> ^=y cH2 _ 1 2 0 R 



H 2 N 

hc>h Q- 



CH 2 - 



H,N 



H 3 C ~t^-" CH £ 



12 0 R 



1 2 0 



CX5 

H 



CH 2 - 



H 



CH 2 - 



CH 2 - 



jD5 



H 

CH 2 - 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-CHg-N-C-fJ 
H 2 N 



I? 



.CF, 



-CHj-N-C-^J 
H 2 N 

-CH^rvj-c-ZJ 

H 2 N 

OCF 3 



— CH 2 -N~ 



H 2 N 

-CH-N-C-^J) 
H 2 N 

-CH 2 -N-C-^J 
H 2 N 



-CH 2 -N-C-^J 
H 2 N 



,00 F 3 



H 



LJ Kt 



H 2 N 
H 2 N 

-CH^N-C-hQ 
H 2 N 



-CHa-N-C-fJ 
H 2 N 



WO 01/10439 



i 



2 2 5 
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Table 1.206 

C °NT d ' R 2>~ (CH2) r k m n chirality R 3 -(^^(CH^G-R 6 



2256 



2257 



2258 



2259 



2260 



2261 



2262 



2263 



2264 



2265 



2266 




WO 01/10439 




2 2 6 


W 


rt l/JFUU/U52oU 


Table 1 


.207 










Compd. 
No. 


^>(CH 2)j - 


k 


m n chirality 


R 3 


(CH 2 )p-(-(CH 2 )q-G R 6 
R 5 


2267 


CL 

O-O-CHr 


2 


2 1 


H 


-CH-N-C-<^J^-CI 
CH 3 


2268 


a— ^^-cHg- 


2 


2 1 


H 


_ CI 
-CH-N-C-<^J^-CI 
CH 3 


2269 


H 3 CS-(~)-CH 2 - 


2 


2 1 


H 


_ CI 

CH 3 


2270 


Cl— <^^>-CH 2 - 


2 


2 1 


H 


CH 3 


2271 


Ch-^^-CH 2 - 


2 


2 1 


H 


CH 3 


2272 


H 3 CS-^^CH 2 - 


2 


2 1 


H 


-^!t c -irv> 

CH 3 


2273 


CI— ^3~CH 2 - 


2 


2 1 


H 


(S) o / Cl 
-CH-N-C— ^J^-CI 

CH(CH 3 ) 2 


2274 


H3CS-^_^-CH 2 - 


2 


2 1 


H 


—CH-N-C—^ ^-Cl 
CH(CH 3 ) 2 


2275 


Cl 

ck-Q-ch*- 


2 


2 1 


H 


(S) ° 
CH(CH 3 ) 2 


2276 


Cl— f~ V-CH2- 


2 


2 1 


H 


(S) 9 
CH(CH 3 ) 2 


2277 


H3CS-^^-CH 2 - 


C— 


2 1 


ri 


(S) 0 /=. 
— CH-N-C-Nf-6 > 
J H hV-/ 
CH(CH 3 ) 2 
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Table 1.208 



2 2 7 



C °N m o Pd " R2> (CH 2>r k m n chirality R 3 



~(CH 2 )J- 



"(CH 2 ) r H(CH 2 )^G-R 6 
R 5 



2278 Ch _^VcH r . 12 0 R 



2279 ci-^3~ CH 2" 12 0 R 



2280 c^/^ch,- 1 2 0 S 



2281 h 3 cs-^^-ch 2 - 12 0 S 

2282 o-(^-ch 2 - 2 2 1 



2283 H 3 cs-^^-CH 2 - 2 2 1 



2284 CH fY CHr 2 2 1 



2285 ci— ^3~ CH2 ~ 2 2 1 

2286 h 3 cs-^^-ch 2 - 2 2 1 



2287 Ch-^^-CH;?- 2 2 1 



2288 h 3 c 



-o- 



CH2- 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



CH 3 H 2 N 



,CF 3 



CH 3 H 2 N 



— CH-N-C-f > 
J H >=/ 
CH 3 H 2 N 



CF, 



-CH-N-C 



CH 3 H 2 N 



CF, 



CH 3 H 2 N 

{S) ? _^i CF3 

— CH-N-C-f > 
| H >=/ 
CH 3 H 2 N 

— CH-N-C-f > 
i H \=< 
CH(CH 3 ) 2 CF 3 

NH 2 

-CH-N-C-f X 
CH(CH 3 ) 2 CF 3 

fit 

CH(CH 3 ) 2 CF 3 
CH(CH 3 ) 2 



-^H-N-C— ^_y-CI 
(CH 2 ) 2 CONH 2 



WO 01/10439 PCT/JP00/05260 

2 2 8 



Table 1.209 



Compd. 
No. 


^>(CH 2 ) F 


k 


m 


n 


chirality 


R 3 


R 4 

-(C^Jp-f-CC^J^G R 6 


2289 




2 


2 


1 


- 


H 


"C^N-C-^Q 


2290 


ci—^Vch^- 


2 


2 


1 




H 


-ch-n-c-hQ-q 

CH 2 OH 


2291 


CI— ^^-CHg- 


2 


2 


1 




H 


CH 2 OH 


2292 


H 3 CS-(~)-CH 2 - 


2 


2 


1 


_ 


H 


- C H- N- C— \_y~ CI 
CH 2 OH 


2293 




2 


2 


1 




H 


(S) « /=\ 
CH 2 OH 


2294 


CI— <^^-CH r 


2 


2 


1 


_ 


H 


(S) 9 /=v 
ori 2 Uri 


2295 


H 3 CS-C^-CH 2 - 


2 


2 


1 


- 


H 


(S) 9 y-v 
"CH-^C-Kf-Q 

OH 2 v-/rl 


2296 




1 


2 


0 


R 


H 


-^{t c ~<=>- ci 

(CH 2 )2S0 2 CH3 


2297 


H 3 CS-c(^-CH 2 - 


1 


2 


0 


R 


H 


(CH 2 ) 2 S0 2 CH 3 


2298 


o-JHkch?- 


1 


2 


0 


R 


H 


-Jh-n-c-nhQ 

(CH 2 ) 2 S0 2 CH 3 


2299 


H 3 CS-c(^-CH 2 - 


1 


2 


0 


R 


H 


(CH 2 ) 2 S0 2 CH3 
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PCT/JP00/05260 



Table 1.210 



2 2 9 



C °NT d " p2>" (CH2) r k m n chirality R 3 



RT 



-n6 



-(CH 2 ) r i-(CH 2 )^G-R 
R 5 



2300 Cf-^-CH^- 1 2 0 S 



2301 



2302 



1 2 0 S 



12 0 R 



H 



H 



H 



-CH-N-C-^JKCI 



(CH 2 ) 2 S0 2 CH3 



.CI 



(CH 2 ) 2 S0 2 CH3 
(CH 2 ) 2 S0 2 CH 3 CF 3 



2303 a-^^-CHz- 12 0 R 

2304 HsCS-^-av 12 0 R 



2309 



2305 a^_ CH ^ 1 2 0 S 



2306 . h 3 cs-^~^-ch 2 - 12 0 S 



2307 ;a-^3~ CH2- 12 0 R 



2308 h 3 cs-^~^-ch 2 - 1 2 0 



CH2- 



R 



1 2 0 S 



2310 ci-^^-ch 2 - 1 2 0 S 



H 



H 



H 



H 



H 



H 



H 



H 



(CH 2 )2S0 2 CH 3 CF 3 
(CH 2 ) 2 S0 2 CH 3 CF 3 



(S) 

— CH-N-C- , , 
(CH 2 ) 2 S0 2 CH 3 CF 3 



(S) 

— CH-N-C- 

1 H \=< 

(CH 2 ) 2 S0 2 CH 3 CF 3 

(CH 2 ) 2 S0 2 CH 3 
(CH 2 ) 2 S0 2 CH 3 

-f H rir c -K-0 

(CH 2 ) 2 S0 2 CH 3 

-ch-n-c-nmQ 

(CH 2 ) 2 S0 2 CH 3 



WO 01/10439 PCT/JP00/05260 

2 3 0 

Table 1.21 1 

R 1 R 4 

NT" 1 ' R 2>"( CH 2)r k m n chirality R 3 -(CH 2 )^-fj(CH 2 ) r G-R 6 



2313 



2317 



2318 



2319 



/=\ (S) ? /=\ 

2311 h 3 cs-^Jkch 2 - 1 2 0 S H "^ h "h"°"h~V/ 



(CH 2 ) 2 S0 2 CH 3 

CF, 



2312 HsCS-^^-CHz- 1 2 0 R H -JH-N-0-£^ 

CH 3 H 2 N 



d-^-CH*- 1 2 0 R H -fH-J^-C^- 0 



CH 3 

IS) ° 



2314 h 3 cs-{~)^ch 2 - 1 2 0 S H ~jf H ~H^~H~0 

CH 3 

CI 

2315 Ct-Q-CH 2 - 2 2 1 H -? H -{t^~^~ c 



2316 a— <^3 >-CHz ~ 1 2 0 S H -CH-N- 



(S) ^ 



1 H \=< 

(CH 2 ) 2 S0 2 CH 3 cf 3 



CH^-CH,- 2 2 1 - H J^H-M-fc^ 

CH 2 OH CF 3 



a^ycHr 1 2 0 R H -j^In-hQ 



(S) f 

?H-N-0 
H 

(CH 2 ) 2 S0 2 CH 3 

^H-N-C-K 
CH(CH 3 ) 2 



c3->-CH 2 - 2 2 1 - H -JH-H-O-I*^) 

X=/ CH(CH 3 ) 2 

2320 a-Q-CH^ 2 2 1- H ~f^H ^~h~0 



CH(CH 3 ) 2 



2321 h 3 cs-(_J^ch 2 - 2 2 1 H ~f^H C ~H"0 



CH(CH 3 ) 2 



WO 01/10439 



2 3 1 
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Table 1.212 



R 1 

C °Nk, Pd ' R 2^ (CH 2)r k m n chirality R 3 -(CH 2 )p-jj(CH 2 )q-G-l 



2324 



2325 



2332 



2322 cHnfVcH^ 2 2 1 



2323 h 3 cs-^~)-ch 2 - 2 2 1 




ci 



2 2 1 



o-Q^ch^ 1 2 0 R 



2326 ci-^J^-CHjr 12 0 R 

2327 h 3 cs-^~^-ch 2 - 12 0 R 



2328 c ^y-CH r 1 2 0 S 



2329 Ci-^^-CHg- 1 2 0 S 

2330 H 3 cs-^^-CH2- 12 0 S 



2331 O-^J^-ch?- 12 0 S 



■CHa- 12 0 R 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



( CH 2/p I c ' 
R 5 

CH(CH 3 ) 2 

CH(CH 3 ) 2 

— CH-N-C-f N ) 
I H >=/ 
CH 3 H 2 N 



3 6 



CH 3 
CH 3 
CH 3 
CH 3 
CH 3 
CH 3 

-rrr c -i=) 

CH 3 H 2 N 

-CH-N-c— ^_^-a 

(CH 2 ) 2 S0 2 CH 3 



WO 01/10439 



PCT/JP00/05260 



Table 1.21 3 



2 3 2 



C N m o Pd ' r^> (CH * 



k m n chirality R 3 



"(CH 2 ) F f-(CH 2 ) T G-R 6 



2333 Ci-^^-CHg- 12 0 R 

2334 HsCS-^^-chj- 12 0 S 



(S) 



2335 



2339 



2343 



rA- C H 2 - 1 2 0 S 



2336 Ch-^^-CH 2 - 12 0 S 

2337 HaCS-H^^-CHa- 12 0 S 



2338 h 3 c^hQ- C h 2 - 2 2 1 



ci— (3~ CH2- 2 2 1 



2340 h 3 cs-<(^^ch 2 - 2 2 1 

2341 a-^3~ CH 2" 2 2 1 



2342 h 3 cs-(~^-ch 2 - 2 2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



(CH 2 ) 2 S0 2 CH 3 



— CH-N-C— ^ y>— CI 

(CH 2 ) 2 S0 2 CH 3 

(CH 2 ) 2 S0 2 CH 3 
(S) {? /=\ 
(CH 2 ) 2 S0 2 CH 3 

(S) j? /=v 

(CH 2 ) 2 S0 2 CH 3 
(S) _ 

(CH 2 ) 2 CONH 2 

(CH 2 ) 2 CONH 2 CF 3 
NH 2 

(S) f? 

I H \=( 

<CH 2 ) 2 CONH 2 CF 3 

-CH-N-C— f > 
1 H \=( 
CH 2 OH CF 3 

— CH-N-C— f ? 
CH 2 OH CF 3 

(CH 2 ) 2 CONH 2 



WO 01/10439 



2 3 3 
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Table 1.214 



R 1 R 4 

C °Ho Pd ' R 2>< CH 2>r k m n chirality ~(CH 2 ) F ij(CH 2 )q-G-R 6 
R 

(5) p P 

2344 Ch-^^-CH 2 - 2 2 1 H -^h-n-c^J^ci 

(CH 2 ) 2 CONH 2 

(S) p 

2345 ci-^Qk-ch 2 - 2 2 1- H "f^H^hKD 

(CH 2 ) 2 CONH 2 

CI (S) p r 

2346 Ch >"\ CH2 _ 2 2 1 H -ch-^c-/^ 



2347 



2350 



1 H \=< 
(CH 2 ) 2 CONH 2 CF 3 



<\_ (S) _ 

Ch >y_ CH ^ 1 2 o s h -rft c -!n_> 

CH 3 



2348 ^- CH ^ 120 R H -JH-N-o-^^-a 

(CH 2 ) 2 S0 2 CH 3 
(5) p / Cl 

2349 ^(3^ CH2r 1 2 0 R H ~9^ c ^O" CI 



Y 

(CH 2 ) 2 S0 2 CH 3 



F^y-CH r 1 2 0 R H JcLnkE-^-ci 

(CH 2 ) 2 S0 2 CH 3 



CH - 12 0 R H -CH-N-O 

(CH 2 ) 2 S0 2 CH 3 

2352 JA^ 2 2 1 h ^tr^N-O-ci 



CH^- n i H H 

CH 3 

2353 <J£>ch,. 2 2 1 - H -f^V8 

CH 3 

2354 a^yCH 2 - 1 2 0 R H -JH-jvh 

^ (CH 2 ) 2 S0 2 CH 3 
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2 3 4 
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Table 1.21 5 



C °No Pd ' R2^ (CH 2)i" k m n chirality R 3 -(CH 2 )^f-(CH 2 ^-G-R 6 

R 5 



2357 



2358 



2359 



2361 



2362 



2363 



2364 



2365 



2355 Ch !^_ CH2 . 1 2 0 R H J^fn^ 

(CH 2 ) 2 S0 2 CH3 

2356 c ^_ CHz _ 1 2 0 R H -^H-N-E-^' 

(CH 2 ) 2 S0 2 CH 3 CI 

c^y-cH 2 - 1 2 o R h - ( ^ir^a 

(CH 2 ) 2 S0 2 CH 3 



CH^-CH 2 - 1 2 0 R H -JH-rj-O-O-CHa 

(CH 2 ) 2 S0 2 CH 3 

Ch^>CH 2 - 1 2 0 R H "f^B^P 

(CH 2 ) 2 S0 2 CH 3 

2360 ch^^cH 2 - 1 2 0 R h 




I n n >- 

(CH 2 )2S0 2 CH3 

a-i> cH *- 1 2 o r H -f^rr^rO 0 

""'^ (CH 2 ) 2 S0 2 CH 3 

Ch^-CH 2 - 1 2 0 R H -JH-^JsmQ-OC^ 

(CH 2 ) 2 S0 2 CH 3 

CH^-CH,- 2 2 1 H -JH-ffC-^}-CI 



CH 3 

*CL ,CI 



c^\y.aH r 2 2 1 - H -ij^-Q 

. CH 3 

cJ^y-cH^ 2 2 1 . H -f^Ki5 

^ CH 3 CI 



WO 01/10439 



2 3 5 
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Table 1.216 



C °Nc!> Pd ' R2>~( CH 2)r k m n chirality R 3 ~(CH 2 ) F ^-(CH 2 ) r G-R 6 



2366 c^y c ^ 2 2 1 



2369 



2367 Ch ^_ CH2 _ 2 2 1 



2368 




2 2 1 



H 



H 



H 



CH 3 
CH 3 
CH 3 

~^!T c "hV-/ OCH3 

CH, 



2370 



2371 



2373 



2374 



2375 



2376 



CH 2 - 



^>CH 2 - 



F-£>CH f 
F ^CH 2 - 




b- 



2 2 1 



2 2 1 



2372 G^ch 2 - 2 2 1 



2 2 1 



2 2 1 



✓ V C H 2 - 2 2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



~ ( j :H ~H~ C \=/ Cl 
CH 3 

-^h-n-c— ^J^-ci 

CH 3 

-^H-N-C— ^/-Cl 
CH 3 

CH 3 

CH 3 

-JH-N-C^J-CI 
CH 3 



CH 3 
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Table 1.217 



2 3 6 



Co N T £x cH *- k 



m n chirality R 3 



~(CH 2 y f 



? 4 

Jp-HCH^G-R 6 
R s 

CH 3 

(5) p P 

-^hhN-C— ^3~ CI 
CH 3 

CH 3 H 2 N 
CH 3 H 2 N 

CH 3 HO 

-^H-jvj-C-^J-OH 
CH 3 

~f' + H" C "H" CH2 "0 
CH 3 

(CH 2 )2S0 2 CH3 



2377 F-^^-CH^- 2 2 1 



2378 



2379 



2380 



2382 



2383 



2385 



2386 



2387 



\7 
f~X 



CH 2 - 



2 2 1 



2 2 1 



2 2 1 



2381 Ch !^_ CH2 _ 2 2 1 



c ^t>™ 2 - 



2 2 1 



^-CH 2 - 2 2 1 




2384 1 2 0 R 



CH 2 " 



<^CH 2 - 




CH 2 - 



1 2 0 R 



1 2 0 



1 2 0 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



-jH-N-C-^-CI 



■CI 



(CH 2 )2S0 2 CH3 

-Jh-^c-^Jkci 

(CH 2 )2S0 2 CH 3 
(CH 2 ) 2 S0 2 CH 3 
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Table 1.218 



2 3 7 



Co nT- R^< CH *»r k 



m n chirality R 3 



-(CH 2 )i(CH 2 )^G-R 6 



2388 



2389 



2392 



2395 



2396 



2397 



2398 



r 

F 



12 0 R 



12 0 R 



2390 ch ^Vch 2 - 1 2 0 R 




2391 ~^~V CH2 _ 12 0 R 



12 0 R 



2393 .^J) - ^.. 12 0 R 



><>CHr 



ci— ^3~ cH2_ 



2394 ^>~\ _ 2 2 1 



2 2 1 




V C h 2 - 2 2 1 



Ch-^3-CH 2 - 
Cf _^CH 2 - 



2 2 1 



2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



(S) p 
(CH 2 ) 2 S0 2 CH 3 




-CH-hJ-C- 
(CH 2 ) 2 S0 2 CH 3 

IS) p i«» 
-CH-N-i 
J H 
(CH 2 ) 2 S0 2 CH 3 Br 

_ NH 2 

— CH-N-C-f } 
I H \=< 

(CH 2 ) 2 S0 2 CH 3 CI 

(S) p 

(CH 2 ) 2 S0 2 CH 3 



(CH 2 ) 2 S0 2 CH 3 
-JH-N-C-Q-C! 




(CH 2 ) 2 SC H 3 



.a 



-CH-N-C-^J-a 
CH 2 OCH 2 Ph 

~f H "!t c -O cl 

(CH 2 ) 4 NH 2 

H 

^^OC<CH 3 )3 
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Table 1.219 



C °No Pd R^ (Ch2) r k m n chirality R 3 



-(CH 2 ) r f-(CH 2 ) T G-R 6 



2399 



2401 



2402 



2403 



2404 



2405 



2406 



2407 



ci-<^J-ch 2 - 




P<>CH r 



b- 



2 2 1 



2400 Ch _^V CH2 _ 2 2 1 



2 2 1 



2 2 1 



V CH ^ 2 2 1 



-CH 2 - 



2 2 1 



2 2 1 



2 2 1 



2 2 1 



2408 H3Cso2-^J-ch 2 - 2 2 1 



2409 h 3 co 2 c--Q~ch 2 - 2 2 1 



H 



H 



H 



H 



H 



H 



H 



H 



H 



H 



P 



OCH 2 Ph 
Q Cl 

-p-jc-Q-c. 



CI 



.CI 



-ch-n-c— f Vci 

— ^H-N-C— ^_^-CI 
CH 2 OH 

(S) p 
-CH-N-C 
I H 
CH 2 OH 

(S) <p 

-CH-N-C 
I H 
CH 2 OH 

(S) p 
-CH-N-C 
I H 
CH 2 OH 

-CH-N-C-hQ^C 
CH 2 OH 

(S) 

~^H-f^C--^ = ^-CI 
CH 2 OH 

-cH-hhc^J-a 

CH 2 OH 

<$> ? 

TH-N-C 
H 

CH 2 OH 



CH 2 OH 

— ^H-N-C—^_^-CI 
CH 2 OH 



-JH-N-C-^J-a 
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Table 1.220 



°°l Pd - n2>< CH *)r k m n chirality R3 ~(CH 2 )X 



No R 2/^ M 2r k m n chirality R 3 -(CH 2 ) r tj(CH 2 )^G-R 

R 



2410 chhQkch,- 2 2 1- h -{^^KJkc, 

CH 2 OH 



2412 



2414 



2416 



2417 



2418 



2420 



CL 



2419 ru/Vru _ 2 2 1 - H 





2411 CI _^^ CH2 _ 2 2 1 H "f^K*) 

CH 2 OH 
(S) <p 



O^CH 2 - 2 2 1 - H -T-irKS 



CH 2 OH 



2413 c^>CH r 2 2 1 H -JH-p r C- !r Q-OCH3 



CH 2 OH 

C^>CH 2 - 2 2 1 - H "fH-N-KJ 

N=/ CH 2 OH 

a-^>CH 2 - 



_ (S) /= < OCH3 

2415 «_^W U _ 2 2 1 H -CH-N-C-N-^ 



CH 3 

CL (S) f 

0-f>CH 2 - 2 2 1- H -CH-^c-r^jKoc^ 



CH a 

,CH a 



0-^HCH 2 - 2 2 1 H - ( JH-»!-N-(3 



CH 3 

CL (S) f _ 

o-f> C H 2 - 2 2 1 H -jT'fTv)- CH 3 

CH 3 

CI— <^^-CH 2 - 



"JH-N-C-f^ 
CH 3 



cl (S) /=\ 

ch^Vch,- 2 2 1 - h -f"-!r c -£rO a 

w CH 3 
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Table 1.221 



C °N2> Pd ' p2^ (CH 2>r k m n chirality R 3 -(CH 2 ) F f-(CH 2 ) T G-R 6 



2421 



2422 



2423 



2425 



2426 



2428 



c^J^ch 2 - 2 2 1 - H -jh-^-n-Q-f 



CH 3 

,OCH 3 



CH^KCH 2 - 1 2 0 R H -JH-N-f-N-^ 



(CH 2 ) 2 S0 2 CH3 



ct _^^ CH2 _ 1 2 0 R H -^{t^-{K^° CH: 



(CH 2 )2S0 2 CH 3 

CH, 



2424 c^3-ch 2 - 1 2 0 R H -^h-nJ-n^J 



(CH 2 ) 2 S0 2 CH 3 



c| -^>ch 2 - 1 2 o r h -f^-frO^^ 



(CH 2 ) 2 S0 2 CH 3 

.CI 



°\ - (S) f _/ 

ci _hQkch 2 - 1 2 0 R h "^^T^irO 



(CH 2 ) 2 S0 2 CH 3 



2427 cmQkch,- 1 2 o r h -f^-irLr 0 



(CH 2 ) 2 S0 2 CH 3 



c^^ch 2 - 1 2 o r h -f^-irO^ 



(CH 2 ) 2 S0 2 CH 3 
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3^-4- [ {N- (3 - K 'J y)^n^^)l^.yV^)l) WsM 75/^? 

btl5. CUT', 7^^;U*<hLT«, Mtl^^^)V. X5P;k A-7'ok'Jk i2 
-y^k /7-^>^;k tt-^^^k fl-'N.y^k n-^^Jk -fV7°D 
10 tfJk -fV7'fJk ferf-^iK -fV^yfJk T^^> 

3Mk terf-^/fJk 2-p<9MU^>3^k 1 -if j^?JHWl^I 

15 

©Tt^gtt^ t> m ^ § C £ # 3 „ 

±fEs: (i) -e^$n^>it^«, an^nuwo 9 92568 6^/^>yuy h 

20 D^pTtgTfeS. 

(Mitffi 1 ) 
Titt (in 



[SC*. R 1 , R 2 , R 3 , jk k, m, &<ktfn\t, ±HBjC (I) d^tt-Setl^'*! 

30 (DjzmtmvT&z. ] 

Tl^n^ilSii:, TIBit (III) 



>-(CH 2 )-N 



(CH 2 )i(i 
(CH 2 ) rT 




(CH 2 ) n -NH 
R 3 



(II) 
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o 

HO-C-(CH 2 ) p — f— (CH 2 ) q -G-R 6 (HI) 
R 5 



-c&znz &it\tt<DKj&Gnm&<p o . 1-10 s»*m»«et, 

±!5it (in) T^$ns*;u^>^co rsjr^ijf^j iA^ADy> 

15 JHy-fSH (DCC) , N-^Jl- N' - ( 3 - y^WS 7 tf;U) # 
i^^SF (EDCISfcttWSC) , Jjjm-JUit-f 5.?V-)l< (CD I) , 
/V-hFD + yD-i7yMSH (HOSu) , N— k Ko + y^>7 ^ ij TV—)V 
(HOBt) , ^y'/h 'J 77-;i/- 1 --f M+y K U 7 (t'D'Jyy-jl/) * 
7;*X«7A / \^ H t7^^"0*^7i- h (PyBOP) , 2- (lH-^>Vh 

20 iJ77-^-l-H;W -1, 1, 3, 3 -fh7^^7D-C?A ^^ity* 
MD*77i-h (HBTU) . 2- (J//-^>'/h'J77-;i/-l-'fJW 
-1, 1, 3, 3 -fh7^fJWo;7A 5=" K^^;i/^-D^l/— h (TBTU 

) > 2 - (5-y;u^;u^>-2, 3->*M^wsn -1, 1, 3, 3- 

x h ^7^;U 1 7D-"i7A x K 7 7)lrJrnj£U— h (TNTU) . O- 
25 -1, 1, 3, 3-fh5^Wo-7A rh77MP#l/- 

h (TSTU) , ^D^h'Jy; (fD'Jyy) *X*x-7A ^t^Jl^D** 
7n:-h (PyBroP) fc £*0*S£-g>J ; m.W.t) ij A, JUS/"} A, ^7jc 

30 ;U) ^'J7;^U>, (y/^75 7^^) ^U7fUX zl?U (4-fzjl/f 
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ft $fs:im§. 
TMtt (IV) 



R V-(ch 2 )-x (IV) 

R 2 



10 [xt^. r x > r 2 . *3cti/j«, jiges: (i) (ci3H^^n^n©^siRi;T-$. 
-e^$n^7;u^MtM^i ^s<t> tisjC (v) 

15 

y(CH 2 ) k y o R 4 

HN \-(CH 2 ) n -N-C-(CH2) p — J— (CH 2 ) q -G-R 6 (V) 
\CH 2 J R3 RS 

[xtt, R\ R 4 , R 5 > R 6 > G, k. m> n, p, *J«ktfq«, JhfExt ( I ) \Z 
TasnSft^O. l-lOSMIMT, £fctt&Ji£??&Tk:SJS 

So 

±!Eit (IV) tl&I^T, X«ADy>gf. 7)^)lXJl^-)^^riy&, 7 'J 



20 



25 



30 
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* * > m & & * c: t a* t € * . 

(SlitS 3 ) 
TsBj£ (VI) 



>— (CH 2 ) H -CHO (VI) 
R 2 



Sfctt, TaHiC (VII) 



15 R'-CHO (VII) 

±ieit (i) fcisw-SR^^tracT*?), j -tto 
T**n57jPrtKiaii. ±iesc (v) T*snsMo. i-iosi 

U C?A, h U 7-fe h^vTR^k^^^^h h 'J iJJ+tzE <DtiL-&7km<£Vo&£. ? > 
25 Srffi^-STk^tSS, *fe«m^il7uS^^t"^fflU-5Clch^T#-5o 
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<Si£i£4) 
Tie^ (VIII) 

R 1 y( CH 2)k^ o R 4 

5 >-(CH 2 )j-N )— (CH 2 ) n -N-C-(CH 2 ) p — [~(CH 2 ) q -NH (VIE) 

R 2 \ch 2 )J R 3 R 5 R 7 

R», R 2 , R 3 , R\ R 5 , R 7 > j. k, rru ru p, *5«ktfqtt, ±12 

io it (i) tcfctt-a-tn-^no^trauT**. ] 

Ties: (ix) 

HO-A-R 6 (IX) 
15 [it*. R 6 «, ±SExt (I) ^*5^^R 6 CD^<h|wli;-C i SD. AtetUlTSnjim 

j&»*»*EJfc«, ±EHiftffil tRia|0Jtt7K3S, i;fctttft£*MEH* 
(«itS 5 ) 

25 ±i£it (VIII) TS^nSft^liii:, TfBxt (X) 
Z=C=N-R 6 (X) 

[it*. R 6 tt±ieit (i) ir^ttsR 6 co^«i[5ii;T^o. ztemmm^&rziz 
30 atmsTPs^T. ] 



J 
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2 4 6 

<SSjtJ£6) 

ties: (xd 



5 



R 1 ^(CH 2 ) kv o R 4 



^(CH 2 )j-N )— (CH 2 ) n -N-C-(CH 2 ) p (CH 2 ) q -A-OH (XI) 



,2 



(CH 2 ), 



m 



R° R~ 



10 [it*. R 1 > R 2 , R 3 . R\ R'\ j, k, m, n. p, &£ZSq\Z, ±fS^ ( 
^^"To ] 

T^$*i<5ft:-g-#jiM§»<h, TIEit (XII) 
15 R 6 -NH 2 (XII) 

[it*. r 6 «u ±123; (i) (34D^^R 6 ^«<ti5ii;T$»-5o ] 
30 actciofbHs^^Tfta. 
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y*y-;K x*y-jk -f y/o ¥)VT)Vn-)itz£<DT)Vu-)vmte.E 



*«w*uat, sufi«f^st?iiTiftwr*. ^seamen 
mmt. Tabiei. i-i. 221 iz&\,*T#mtza#m£. vxmifcit^m 

C#Snfc^t'&*M (Compd. No. ) tSJSUT^a. 

(R) -1- (4-?DP^>y;|/) - 3- [ {N- (3, 4->?:7 
20 ;M-p^>'Af;W) #2Lklkl 757] tfD'Jy> (fe^M§69) 

*I§BO(^«W0 9 9 2 5 6 8 6^>71/>> M5«<Z>«ififfifCJ: 0 L- 
f»Jxffik'&ljf^6 9© (R) -l - (4-^7na^>i>M -3- [ {N 
- (3, 4-y7MD^>^j|.) 757] fc? □ U y>TOTO=t -5 

25 

1) 3 -7$ 7 - 1 - (4-^ap^>y^) ea'J>?>»- jfijfcjfi 

4-i/DP^>yMniJF (4. I5g, 25, 8mmo 1 ) i/-Pr 2 NE 
t (6. 6 7g, 5 1. 6mmo 1 ) 3 - { ( t e r t - yh+yAJ^-^ 
) 75 7} eD'Jy> (4. 8lg. 25. 8mmol) ODMF^i (5 OmL 

30 ) \zm^tzo Rjsm&<b&7 o*cti smmmwL, mm^m&Tizm^vr^ n 

(CH 3 CN, 5 OmL) CiOBMttS 3 - { ( t e r t -7h*i/fi)m 
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=• tV) 75/} -1- (4-^oa^Ov^) t^U^y (6. 4 3g, 8 0%) 
'H-NMR (CDC 1 3 , 3 0 0MHz) 5 

1.37 (s, 9 H), 1.5-1.7 (br, 1 H), 2.1-2.4 (m, 2 H), 2.5-2.7 (m, 2 H), 2.83 
5 (br, 1 H), 3.57 (s, 2 H), 4.1-4.3 (br, 1 H), 4.9-5.1 (br, 1 H), 7.15-7.35 ( 
br, 4H): if^teR P LC/MST*tWc (98%) ; ESI/MS m/e 
3 11. 0 (M + + H, C 16 H 24 C 1 N 2 0 2 ) 

3 - { (tert-Z? h*riS2rsl'#=-/l') 7 5 7} -1- (4-^ ddX>^ 
) fc°n V >?> (6. 3 8 g, 2 0. 5mmo 1 ) (DCH 3 OH (8 OmL) 1 
10 M HCl-Et 2 0 (lOOmL) ^Di, 2 5 1 5 NfP^# Lfc* 

JETfcfifcSU (CH 3 OH/CH 3 CN=l : 2. 13 OmL) 

t'iifSrituJ;^ 3-757-1- If d y ^ • Z 

(4. 9 3 9 g, 8 5%) &&&&3it VXntz : 
1 H-NMR (cfj-DMSO, 3 0 0MHz) 6 
15 3.15 (br, 1 H), 3.3-3.75 (br-m, 4 H), 3.9 (br, 1 H), 4.05 (br, 1 H), 4.44 ( 
br, 1 H), 4.54 (br, 1 H), 7.5-7.7 (m, 4 H) , 8.45 (br, 1 H), 8.60 (br, 1 H) ; 
»RPLC/MSX'*fet (>9 9%) ; ESI/MS m/e 211. 
0 (M + + H. C n H 16 Cl N 2 ) 
ft^ftt* (R) - 3-75/-1- (4-^nnKyi;;u) t°D y • zli 
20 li (S) -3-75/-1- (4-^nn^O-^vU) t'n^y • zMM, 

# <t ID L 1 H - NMR^ L/c 0 

2) (R) -3- { (N - f er t-yhJr^/Uto) gJJJ^U) 75/- 1 
25 - (4 □ rj^Q-yyU) b°p !J -yy 

(R) -3-75/-1- (4 o rJ-<^^/u) t°a >) • ztill (4. 
5 4 g, 16. Ommo 1) v 2M NaOH« (8 OmL) . *3j;T>'^^^ 

>v (8 omL) (om-&M*mx¥^, ^mm*ftm\^, *mzmm^?-^ (somL 
x 2) r-ttttjLfco mmm^io^xm^mmi- h » <>^xm.m. mm. wmz-r* 

30 Zl tlwJ: Y)W&<0 (R) -3-757-1- ( 4 - ^ a □ ^Vi^u) t'n i) i?y ( 
3 . 3 5 g % 9 9%) &ntz 0 
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(R) -3-TS.y-l - (4-^na^>yW tfn"J^> (3. 35g, 1 
6mmo 1) CDCH 2 C1 2 (80mL) ^Wz. Et 3 N (2. 5mL, 17. 6m 
mol) . JV-ter t-yK + y*M^'Jy> (2. 79g, 16. 0m 
mol) . EDCI (3. 07g, 16. Ommo 1 ) iick^HOB t (12. 1 
5 6g, 1 6mmo I ) eaAfc. ^i^5:2 5tT 1 6^jtj$Lfei, 2M 
NaOHgi (8 0mL) ^iMTLtz. ^mm&ftMV, tKJS£v 2 an* $ >T 
JfttBLfc (1 0 OmLX 3) „ W^ffi^^itTTK (1 0 OmLX 2) <h^7K ( 
lOOmL) Tife-frU »7kB!t^MJ^AT§£*£, ffiifi, *#L-ifc. #^A^D 
7h^77^- (S i0 2 , BtBfX^) l:ir), SMitS (R) -3- {N- ( 
10 f erf-^h + yMlrJI.) tf l )~»\s) 75/- 1- (4 -2? DD'OyJH 
t°DU^> (5. 40g, 9 2%) 

3) (R) -1- (4-^DD^>>?;i/) -3 - (^'Jy^7$y) bfd'J^X?) 

15 (R) -3 - {TV- ( f e r t-Zf b*->t) 75/-1- 

(4-^dd^>> ! ;P) t°n'J> ? > (5. 39g, 14. 7mmol) O/^/- 

(6 0mD mmz* 4M hc i y w> (3 8mD mm&mz.it. Z\<D 
mm&muT* 2mmm.&^fz. Ki&m.&m*mmi,. 2m NaoH»« csom 

L) SrflnAfc. U&m^Wuutfy (8 OmLX 3) TiftttiU fcbtti^l^b 
20 -&T«S7KBSB?^-h'J^A1?ft«» Illfc. *7A^D7^77^- (S i0 2> 

AcOEt/EtOH/Et 3 N=90/5/5) ££9. (R) -3- (^'JyJk 

75 7) -1- (4-^DD^>yJW fnUv> (3. 3 74g; 8 6%) £f# 
: 1 H — NMR (CDC 1 3 , 2 7 0MHz) 5 

1.77 (dd. J = 1. 3*5ck^6. 9 Hz, 1 H) . 2.20-3.39 (in, 2 H), 2.53 (dd, J = 3. 3 
25 43J:tf9. 6 Hz, 1 H), 2.62 (dd, J = 6. 6*5 J: #9. 6 Hz, 1 H) . 2.78-2.87 (m, 1 H) 

, 3.31 (s, 2 H), 3. 57 (s, 2 H) . 4.38-4.53 (br, 1 H) , 7.18-7.32 (m, 4 H) , 7.3 

9(br, s. 1 H) 

4) (R) -1- (4-gPP^>SW -3- [ {AT- (3, 4-i?y)]s*U*< 
30 >V-()V) VjJJsJl) 75 7] bfa'J^> (jbj^#g_6_9) 

3, 4-y7MD^/V'fMoUF (0. 0 6 O mm o 1 ) <D9uu-fc)VK 
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2 5 0 

mW. (0. 4mL) ^ (R) -1- (4-^DD^>v;U) -3- (yj is)VT 
5/) fcfnD >?> (0. 05 Ommo 1 ) th'jx^75> (0. 07 Ommo 
1) <D9nufc)l& (1. OmL) JgMirjUPAfco :©SJEfi^Ki$SlT2. 5 
B#fM#L;Ulh (7$y^^) #U*^U>1SH& (1. 04mmol/g, 5 
5 Omg, 5 Ommo 1) £Jjn*., I^^lfit 1 2 mm&W Lfz, £Jt>il-&$)£ 
«iIU IK-^oo^3'> (0. 5mL) T'VLftlsfc. mifcii$Li&t&Grt>1£ 
% >^DD^> (4mL) SrflDA, «2M NaOHzX^ (0. 5mL) 
KTiKc»l/, M-T-S^itC^D, (R) -1- (4-^DD^>y;i.) -3- [ 

(at- (3, 4-^7;i/^-D^>y<;u) ^'j~>;w 75/] hrou> ? > (fk-&#j 

10 1^6 9) (7. 8mg, 3 8%) :tt«ttRPLC/MST*Ji>fc (>9 

9%) ; ESI/MS m/e 4 0 8. 0 (M + + H, C 20 H 20 C 1 F 2 N 3 0 2 ) 

i&mw i ] i^^'»cj:Qgfian5ccR 3mm.mm(pmmf^ti)i^oA 

15 CCR3 Ut^-$^LTMt5K5 6 2iifflfl§£JBV>T, «B1ISF»3;&;1^# 

CCR311K 5 6 2mm^l OmM HEPESttHBSS iiCli Lfc 
h<D\Z 1 mM F u r a 2 7t h + v'^^U^fJI' (it^ail) £}JD;L> 3 
7*CKT3 Oftffl-f >^a.^<- hUfc. ^n^3 4 0 nm£3 8 0 n mTl&lg U 
20 3 4 0/3 8 Ott^^-lTSCl.iiKJ:^ iJiart^;k>>7AM€i^Lfc. 
7^hiLThHt^ + y> (0. 5/ig/ml) 5rflH>, ttlMb-&'Mj<Z>HI 
^fg«X^-^^^>T*iMT-5 5^Hfi('CCR3^K5 6 2tt^tM^l! 
^SLfct#©«BJiart*^'>^A»«S:ffl*3EL, TfEcDiUcJ: Qfflfflm (%) 

25 

nmm (%) = a - <a-b> / (c-b) > x 1 o o 
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i o nuom&^x. ^n^n2 0-5 0%, 5 0%-8 0%, *3ctr>' 

, >8 o»offlste*^ufe. 
i 0tfMomi:4jnT2 o %- 5 o %(Dmnm^vrz<t^m 

it&Wl&n 11, 156. 234. 330, 392, 424, 481, 523, 5 
5 2 5, 5 3 3, 5 5 8, 5 6 7, 5 8 2, 6 0 2, 6 1 3, 6 3 0, 6 4 6, 6 4 
9, 7 0 1, 7 3 8, 7 4 1, 7 5 4, 7 6 7. 8 1 4, 8 1 6, 8 3 3, 8 3 9 
, 873, 902, 909, 945, 1002. 1159, 1170. 1258, 
1 3 1 5, 1 3 5 2, 1 3 5 7, 1 4 0 7, 1 4 1 7, 1 4 4 8, 1 4 7 2, 1 5 
04, 1508, 1531, 1558, 1562, 1569, 1661, 1670 
10 , 1 6 8 6, 1 7 1 9, 1 7 5 1. 1 7 5 6, 1 7 6 9. 1 7 7 5. 1 7 8 3, 1 

7 9 7, 1 8 0 2, 1 8 0 3, 1 8 1 5. 1 8 3 4, 1 8 4 1, 1 8 4 6, 1 8 8 
3, 1 8 8 7, 1 8 8 9, 1 8 9 2, 1 9 1 3, 1 9 2 4, 1 9 2 8, 1 9 6 0. 
2006. 2013. 2035. 2052. 2083, 2113. 2127, 21 
36, 2189. 2320. 2321. 2323, 2327, 2330, 2334 

15 , 2 3 3 6, 2 3 3 8, 2 3 4 5, 2 3 9 4, 2 3 9 4, 2 3 9 8, 2 3 9 8, 2 

4 0 0, 2 4 0 0, 2 4 0 6, 2 4 0 6. 2 4 0 7, 2 4 0 7, 2 4 0 9, 2 4 0 
9, 2 4 2 0, 2 4 2 0, 2 4 2 1, 2 4 2 1 

1 0 uM<D&mzi5\,*T 5 0 %- 8 0 %C0M£g£^ L^b^ : 

83, 115, 146. 150, 216, 294. 297. 322, 4 
20 05, 440, 459, 461, 466, 482, 484, 487, 490, 49 
2, 5 0 3, 5 2 6, 5 2 8, 5 5 0, 5 6 2, 5 7 0, 5 7 8, 6 2 0, 6 2 3 
, 6 5 9, 6 8 5, 6 8 7, 7 0 3, 7 1 6, 7 3 0. 7 3 3. 7 5 5, 7 7 0. 

8 5 0. 8 5 6, 8 6 7, 8 7 6, 9 9 8, 1 0 1 5, 1 0 2 4, 1 2 2 3, 1 2 

5 9, 1 2 6 7, 1 2 9 5, 1 3 7 7, 1 4 0 2, 1 4 1 2, 1 4 2 0, 1 4 8 5 
25 , 1519. 1550, 1560, 1595, 1601, 1650, 1701, 1 

7 2 5, 1 7 5 4, 1 8 3 6, 1 8 5 6, 1 8 7 0, 1 9 1 2, 1 9 2 3. 1 9 2 
9. 2095, 2120, 2138, 2179, 2258, 2260, 2261, 
2267, 2268, 2270, 2275. 2276, 2278, 2287, 22 
90, 2291, 2294, 2297, 2300, 2301, 2302, 2307 
30 , 2309, 2 3 13, 2317, 2322, 2324, 2326, 2328, 2 
3 2 9, 2 3 3 3, 2 3 3 5, 2 3 4 3, 2 3 4 4, 2 3 4 6, 2 3 4 7. 2 3 4 
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329. 2333, 2335. 2343. 2344, 2346, 2347, 234 
8, 2 3 5 0, 2 3 5 1, 2 3 5 3, 2 3 5 8. 2 3 6 0. 2 3 6 1, 2 3 6 4, 
2 3 6 5, 2 3 6 8, 2 3 6 9, 2 3 7 7, 2 3 7 9, 2 3 8 1, 2 4 0 2, 2 4 
03. 2404, 2405. 2408, 2410. 2411, 2416, 2417 
5 ,2418 

1 0 uM<Djfemcio\,^X> 8 0%OPfl§BgSr^Lf^k^ : 
it^-m^ 7. 32, 68, 169. 173. 203. 209. 215. 520. 
544. 547. 851, 852. 855. 874, 910. 1003, 1012 
. 1 0 3 2, 1 0 3 8. 1 04 2. 1 04 3. 1 04 6. 1 1 1 4. 1 1 9 0. 1 
10 244. 1247. 1384. 1441, 1513. 1527. 1545. 158 
2, 1 6 7 3, 1 6 8 7, 1 6 8 9, 1 7 0 5, 1 8 5 0, 1 8 6 9. 1 8 7 1. 

1 8 7 6. 1 8 7 7. 1 8 9 9, 2 0 2 7, 2 2 8 9, 2 2 9 3, 2 2 9 6. 2 2 
98. 2315, 2318. 2319. 2325. 2332. 2349, 2352 
, 2354, 2355, 2356, 2357. 2359. 2362. 2363. 2 

15 366. 2367. 2370, 2371, 2372, 2373, 2374, 237 
5, 2376. 2378, 2382. 2383. 2390. 2393. 2396, 

2 4 1 2. 2 4 1 3. 2 4 1 4, 24 1 5, 2 4 2 2. 2 4 2 3. 2 4 2 4, 2 4 
25. 2426, 2427. 2428 



20 [3y£#]2] c c r 3 &mfflffemmft~~<D^*? ^■-yxp^^-^M-t- zm^jfecomfe 

t V C C R 3 5 6 2 MS X *) MU ^KL'fflf&Wmft* 0 . 5 m g /m L M 

5 J: 0\^T y-Z4 '<y-7 T— (2 5mM HEPES. pH7. 6. 1 mM Ca 
C 1 2 . 5mM MgCl 2 . 0. 5%BSA) ICiiLiI5)liii: L/c c 

\\L^m *t ym^vyy- -c*^ l tern® zmmt-frmmn [ 1 2 5 1 ] m 
y -7 t -x-^m. i,timmzmm mm t u/c 0 o . 5 % b s Axmm t/c 9 
is h~mm 2 5 m l. mm^mmm 5 0 u Lcomm^^ umw& (^mm 100 

fjt L) , 2 5°Ct:-9 O^M >=^^— h Ltc e 
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/l^ — y 7 7— (7yt^f^y77- + 0. 5M NaCl) 1 5 0 u L 

ttflc^^V"- ^ — £ 1 l>3i/Ufcfet) 2 5 it L-f 0*DX. X -7 4)\y$— ±O|0|® 

10 IfiW (%) = {1- (A-B) / (C-B) } XI 00 

(A : Sift^ttlt©^ 1 ^' K B : #$lf&fc h^^^ri^l 0 0 n ggsjjp 
H#tf>;!7 K C: [ 125 I] ffiflfit h^^-^^^>-C0^^PLfc<h#O*^^b) 

TiSo-c, wixbfim^^S, rw^- Thtf— m 
I V- l o«RjfeS:fflLS-*-5f^ffl^«t 9 . ^-f X<of&«3SI*3 J: V/^fcfif&SRHi: t 
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W & <D $g fg 

foiwfciwsni c , -c 6 7)^#jo#^M^tn 4 ccr3^ 
5 .f^ffl*wraat?M. 



Ri /(CH^ o R< 

V (C H 2 )j- N V- ( c H 2 ) n - N-C— (C H 2 ) p — U (CH 2 ) q — G-R 6 ( I ) 

I0 r2 \ch 2 )J R 3 R 5 



Ktf v RHJ7iZ;H, C3-C 6 y^n7^;H, SftttAfDfi^iLTtt 

OAoy^?, tFn+yl, ->7yS, - bam. *)Vtf*zs)\,m* *M=E 
. c 1 -c 6 7;H3*->«, Cj-c^jpwm c 3 -c s 7;M^>g, c 2 
7ir;^ti, ^>v 5 ;us, i>i?JUtt*s& *> y M)V7$.sm* c 2 
25 *^g, C 2 -C 7 7;Wy-f^7SyS, C 2 -C 7 N-7)V^)V^)Vn^)Vm. 

c 4 -c 9 ^-->^n7^*;i r *;^qE-f;p«/c 1 -c,7^;^;u*=;u*, c 
3 -c 8 (T)V3*-ist>)ii£-)i) *^)vm. N-y x.—jvtDvn^ )vm. tr^»j 

:-NH (C = 0) 0-Tg$n32tifig, : -NH (C = S) 0-Tl$tl5 
30 2iS, 75/1, (C,-C,7W) 7$yS. *>L<tt;>* 
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Ws^F. tKD + yl. 75^1, hU7MD^^S ( C , - C 6 7)l<*)l&, t> 
L < « C , - C 6 7)Vn * \Z «k ^ T@&£ nt V>T J: V>» 

5 FD + yS> £7cte:7x-;US£^U R'fC^t&C^CgT^+^gi^cte^x 

Ci-CeT^n^v^^ctoTB^^tlT^TfeJ;^. fcj£U j =0(DtZ\ZR 2 

j ttO-2<£MiSt£^T. 
10 k«0-2(D^^-r„ 
mlJ2-4©It^t. 

tKO + yl, C .-CeYJl^rJlM. t>L<ttC 1 -C 6 7^n + yllI=toTl^ 

20 jua^-c^s. tf7-i?;m. c^-c^^ut^*)^ c,-c 

, c,-c 6 7;u^;i/S, c, -c 6 7;i/D^->s, &L<te^>^;i^^>a£K=fco 

25 a, c 2 -c 7 7;k&/-r )i*=t^m. c 2 -c 7 7My-rji/75ys, c 2 -c 7 /v 
-7WA^A't'f;H 1 Cj-c 6 T;u^;i/x;i/^-;i,s, 7S/S, (c, 

-C 6 7)V*)\s) 75/S, 5/ (C , - C 6 7)V*)V) 7S/S> U < tt (atDM 

ftitiiif, ©5t^T, fccttf/fcLOigasic^* i - 3 «rr aortas 
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pwios&tti ssr. 

G«, -CO-, -S0 2 ~> -CO-O-, -NR 7 -CO-, -CO-NR 7 - 
, -NH-CO-NH-, -NH-CS-NH- -NR 7 -S0 2 -, - S 0 2 -N 
5 R 7 — . -NH-CO-O-, Sfctt-O-CO-NH-T^nSlW, E d 
T\ R 7 te, 7kmm=?-$Ltz\t.C l -C 6 7)l3r)\<m%:Mti)K R 7 «R 5 <h 
L J; fCfro T C 2 - C 5 7 V >&&MfiL LWTfcJ; tr>. 
R 6 te, 7i^;H, C 3 -C s y^D7JWH, C 3 -C 6 y^D7JP^S 

10 *®^£l-3ffl*?-*3?S»l«*SIISS£U ±ieR 6 (C*5^-§>^x-;U», ^> 

Ti^i^tT^TfeJ:<. $^>HJLieR 6 t'*3tj-'5^x-;i,S, C 3 -C 8 >-^ 

15 tem&m\Z. ff*flOADy>Rf, tHD+yl, ^T^hS, y7/l. - 
bog, ^^-->7^-NS> *;U^+->;i/S, T^l/M^E-Ol/S, h'J7Ma^^ 
g, Ci-CeTMJH, C 3 -C 8 y7 07M;H, c 2 - c 6 7;^-;i/S, c 
!-C 6 7;i/=l^->S, C 3 -C 8 fy^aT;U+;i/^-+^, C,-C 6 7J^ftI 
, C 1 -C 3 7;U*U'>v**->«, 7xZ;H, 7x/+yl, 7x^75 71 

3-7xzjwkfi> c 2 -c 7 7;u^y-f;i/*, c 2 -c 1 7)Vu^-^tt)V^~ 

Jim. C 2 - C 7 7 )\>ti J ^ i^+yl, C 2 -C 7 7M7-f^757S, C 2 -C 7 

<;us> iv, w-s; (c,-c 6 7;p^;u) 7^77^^!, 7S71, =tj (c, 

25 -C 6 T;WU) 75/8, i? (C 1 -C 6 7)Udr)l) 7571, ^>y^75 7S« 

C 2 -c 7 (tjuj^s^h^w 7571, c,-c 5 (7ju*;k*;Uj1n-;u) 7 
*>u<tt, tf* (c 1 -c 6 7j^;ux;ptJ>-;1') 75 ystc^offiiii^n 
TViTt>ct<, :neo7i^n, c 3 -c 8 v^P7;u^;us, c 8 -c 8 ->^a 

30 *<BOAoy>Ef. y7yl, kKD+yS, 757S, h'J7MD7fJH 

, c,-c 6 7;u^;i/S, Cj-c 6 7;P3* - yi, c^c.TMJWi, ^/ ( 
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2. ±fE5t (I) £*>V>Tk = l^m=2T'*S, IS*^ 1 BSttOC C R 3*S 

3. ±b2^ (I) {C&^Tk = 0^Om=3T<fc£. sit^Jl 1 ie*t<£>C C R 3 J£ 
10 4. ±fB%C (I) C&t^Tk = 1 AOm= 3 Tfe5, 1 fSifcOC C R 3 *g 

5. ±IBS: (I) fd*5liTk = 2^0m=2Tfe-5\ »2£JS 1 ISilcOC C R 3 J£ 

15 

6. ±fB:ft (I) t*liTk=l^m=4t*5, ff3fcif! 1 BBS&OC C R 3 ft 

7. ±ibk (i) T^^n§ft-&#i. ^(Dm^mztfm^.n^mnM^ 

20 ^®m^W^^$nSC 1 -C 6 7;U+;WSD^€:W^I^«i:T'S, CCR3WI 
25 9. jRJB*t*«^*m, 7l/M-ttM> 7 h *SJfH£. &ftb& . 

30 11. ^a^x<X-e*-5ff^7Bei£©^^t)L<«^-^ 0 
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